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(54) MEDICINAL COMPOSITION 

(57) Abstract: 

PROBLEM TO BE SOLVED: To obtain a medicinal 
composition which has excellent antagonistic action 
against cholecystokinin and is effective for prevention 
and therapy of pancreatic disorder, gastrointestinal dis- 
eases and appetite satiation diseases. 

SOLUTION: This medicinal composition contains, 
as an active ingredient, 2-oxoindoline derivative of 
the formula (ring A is benzene ring; R 1 is H, a cy- 
cloalkyl, an aryl, a nitrogen-containing heterocyclic 
group, ant oxygen- containing heterocyclic group, a 
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sulfur-containing heterocyclic group; R 2 is an aryl; R 3 
is a lower alkyl; Q is a single bond, a lower alkylene; 
Y is a single bond, a lower alkylene, a lower alkeny- 
lene) or its salt, typically (S)-3-[1 -(2-fluoro- phenyl)-2,3- 
dihydro-3-(3-isoquinolinyl)carbonylamino-6-methoxy- 
2-oxo-l H-indol-3- yl]propionic acid. The dose is 0.01- 
50mg/kg/day and it is given orally or parenterally. 
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(i) 



Q-R 1 



- (fiar;t/^f;l/f^) - l - b HoJf ^x-f-zi^g, R2 

i*9» «> l < mmrnr y ^ 

Hfc2] 




[-ft 3] 

I (CH2)n 

<©u n(±ix{i2*«-r 0 ) T^§tLi.a, -^mm 

5$£, R 3 (iKI&X{2^B^«77i^/i^ Q{i#IS^> 

^ V A y K 'J VMW^i^wSBIWteitSUSi* 
£*3Wfc8-i: LT*4ISHBlfi!l&. 

IS ; R^VKSM-? ; y?D7;^;« ; wy>U=f-^ 
it^tiX^Xh^^^t^^m ; i/TSM ; ti£MT 



)V*)Vtt) - 1 - t Kn^fyxf/H ; R2^V\nyy 
» t V u i*- T ^ * $> Mtfti h 
tiX W£ t> «fc V V ~)Vm ; st 

to 

x v >t & «fc v v&^siixva&ss l < i±-kmmmm- 

I«^i3£ ; it 
Ut5] 

1 (CH 2 )„ 

(fit. ntilX(i2£^-f 0 ) -T-^^tiSK; -irffi* 

ximwcDvt-- v ymx-fo * m&m 1 f aa^E^ffljs; 

^mfrt>Ml$tihmX'WMZtiX^Xl>£\^>4i> 
m ; R^vKfRJS^ ; y^n7;W/H ; ^n^>M-?\ 

i&m r iv* ivmmfi&mrivzi t&t£ti * mx 

MM$tiX^Xi>£^TV-}l& ; xxfvMkSftT^ 
Tfc J:V^;ksK^S^/t« ; iWCT)V$;)V^m ; Xii2 
- (ig^T^/t-f-^-) - 1 - b Hndr^xf-;^ ; R 2 

S^S^^^t^S ; it 

' (CH 2 ) n 

(fiL. niiixn2^mt. ) X'^zti&m ■, smm 
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(fflU nfi:lX{i2£fiTr\ > T-*£*x4S ; 

t v ->t it i. i ^/y#^f y/i-* , yrys&i/f r- 5- y* v 

a* ; Q*«*IS^-# ; X(3MT/t^fyy« ; Y#*»S 

mama*. 

y** 1 ^Iimi. a-CBj£§ fix t^Ttiv v^y-e y 
SI ; R^ykfitfi^ ; y?n7/W/« ; Xii^n^yjDfC 

? . ffisi r )v * )vmmmk r^^->m^^m^tih 

m ; /Nn^77x-/H ; -i ^KD/H ; ^r/'J/H ; 

' (CH 2 ) n 

(fit, n|±lXIJ2^t„ ) T*3fc.43£ ; ^yy* 
ft7i-/H ; ^,y/7 7-/H ; Xti^vU^S ; 
R3 ^xxt7ML$ *iT i^tii ^/ytf^ y/i^TM& 
$ixT v^T i> i iMBRr/Hf^, q***!*^ ; X(i 

ffi»r u y* ; y***is-^t* s it &m i lea^o 

y -fe'y ai» R 1 A 5 Any/7i y y cw^f y/P 

R^MyK'j/H^ ^y u;vKX(±-f y^yj/i- 
S, R 3 /WC£ fvt ^"C & «t v v& /M«f y/i^x 

^y-bfyil. R 1 A i fAny77x-/«, R*s6*-fy^yu 
R 3 #xx^/Wfc£;fvrvvci> iv^^^^T 



¥-c$>z>m?m i iH&aisa&Hj&ft. 

[1**118] (S) -3- Cl- (2-7;^P7x 

— /i*-) - 2, 3-y'fcKo-3- ( 3--f y^y y- 

flO ^-;k7S7-6-^ h^y-2-^V- 1 
H--f yF-/W- 3-^10 7°nt°*>M. ^wxf 
rtOtt**<33B3«fc:iftSL3 LT&4 

1, 2. 3, 4. 5. 6. 7Xli8!et^EM£!fe„ 
[|f*ill 0 3 mttPifc, HfflWfJL JMOIWKiWe, 
ffiBL © >f yx u yjfioffi, sajfeffi^E 

1, 2, 3. 4, 5, 6. 7, 8X(i9lB»^E^ffi)3£ 

[000 1 ] 

[0002] 

[fi£*f5&fff] rjyyxb^y (cck)ii gJUffi 
tv^s - xjl-x • ry H ■ A-x^t^ 

yX (Drug News &; Perspectives) 7 (2) , PP87-95, M 
arch, 1994) . X, ^yyxb^xyy^fRW^T'F 

tBMR-^4f5aW*^rbT^&f:#ife*Lrv^ ( hyy 

X' ■ >f y ■ 7r-730y^ - -<Mxyx (Trends i 
n Pharmacological Science) , 12, PP232-236, 199 
1) . 

[000 3] iconyyx h*->t,ztfL&imm%^ 
■fflWtli, PKPSW. HJl^m, te<^M£SSW5#5: 

Mnwm&mmtmziztixzT^h, mtif. ^yy 
x h *->tsmmn t lxov* h u r h^r for 5 y 

X. f^fflc^ftifciWBl JRe^C* h £ i: . tJ ± 

[0004] Ym^mmb Lxn. 
- 1 1 1 7 7 4^lS^{i^yy'yT^'b°y^fe*y 
- 2 8 1 8 1 ^MRfcUif-xyr-tftfy-ft-^Hi 

^ffl^StLTl^. S6tC, #BBBS64-6 83 6 9# 
^fgfcfi. 5C (V) ^-ft-^ft 

[000 5] 

Ut9] 
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[00 06] £-&tf /8 -^;k#U >^PWfe6*l|jSS*i'r 
[00 07] 

[00 08] 

[HiJIWSt^g] 5$ ( i ) 

[00 09] 

[€10] 




(I) 



[ooio] (fit. MAteWMximwrn^y-vy 
wry-**, -&a«^*^s. Urignts*^ 

R 2 lilIi)L<(^lI7y-;«, ^ 

[0011] 

to 

[0013] 
Utl 2] 

' (CH 2 )„ 



[ooi5] *HfW^*«&^-c-S)-s» 

'jxsnt* ( i ) Ri>'-f-o^ieutfF^La§^(i. s 

ISIBHJ«*ii*i3^^h#-yHflOKi: LT. ifc. 
[0016] 

[ mmmmmm ] *hbho^ts&b£^*c& 5 2-« 
y>f v h' 'J vmm ( i ) coJWMfli: LTl±. HRsS 
( i ) tisvvc, 8|A3ii«(SRr;i"¥;i^eii^ffiRr;i'3 
* ^-s^ 6 mitt h mxmm ^tix^xi>x\xy^y 

m ; WtffcmW^ ; y;n7M/« ; Aqyyif, 
^limsJT'ti$lit WC t «t u ; #M 

; ifwmmmsSM ; ; a 

HJK^^-irtfaig^* ; Ii7^3Jfyl ; XXf/l' 

-ffrSftTWCfc iv^/l^i^X ; y7/S ; fi!7 
/l^/l^** ; \WkT)V*;)VX)V-? i —)vm ; ffiii&T/P 
^/kX/l'*— ; ^^"y—ivm ; X<i:2 - (fSi7 
- 1 -b Hn^3>i^-;kS ; E 2 ^Anfy 
. t K n =Jf ^aS.t7'ffi^T;P 3 * i/Mfr $, WlZti & 
Itfl^ *VC t> «fc V 'J ; 5$ 

[00 17] 
[ftl3] 




[0018] ; ffi&7*;l-n^ 

y*;l^/HMy7/«7;K/«A^I{i'ixS 
S tiX ^X t i v L < « 

[0019] 
[fill 4] 



[0 0 14] (fflU n{ilX<i2£3H\ ) X'^Ztl 
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' CCH 2 ) tt 

[0 0 2 0] (fit. n{41X(42£i|-f , ) X^Ztl 

immm^^mmm^m ■, ximmw^Rtmmm 

tt-ktsfflim&m ; Wtf^XT-MkZtiX^Xh 

[00 2 1 ] ^S>±*? t UMt&m ( I ) (4, SlA#ffi 

ffiRTA^/t'f-** ; X«4 2 - (M7M/l/f^) - 
1 -t Kn^yxf;H ; R 2 ^V\n^>^, t Kn^f 
^a&Wgi&T/P 3df 5^**» feSJf STHSIS tiX 

[00 22] 
[-ffcl 5] 

' (CH 2 )„ 

[0 0 2 3] (fflU ni41X{42SrfH\ ) T"*£:fx 

; ^mmmmm^m ■, x\±t;mmmmm ■, r 3 ^x 

X r-fWtZ ttX I * X i> X \i A'sjMF- 5/71/* » y77 

i/f h 7 y u 6 jsarn s *T-a« § ixx v ^x t, i 

[0024] m»±M£M& Livft-^ft ( I ) (4 S SUA 

«a7/^;«wtt7^3Jfyi^^nmsi 

m ; R 2 *^Oy-'yJS^ h Vu**s1EBtXfWR7)V-3* 

ismfr^miitL&MTwmz nx v t ± v y -a- 

[00 2 5] 
[€16] 




[0 0 2 6] (fit. n(41Xt4 2£^-7\ ) X^Ztl 

&s ; &mmmmmftm ■, xit-tmrnmrn^m ■, r s ^x 

x"rMk$tiX^Xi> ii^;^^y;«, y77M 
; Qi> s Mffi&^ ; X(iM7Wl/>' 

[0027] SB»J3gfc:*f £ Llv(fc£ft ( I ) (4. iA 

i s M7^^;HXt/M7^ndfyli^iSimi.l 
TW§nT I vt «£ \r ^y^'ym ; R 1 :W**fflep ; ^ 

t/ii7;^^ -/ii^im^ ItfllS flT t 
J;^7x~;PS ; R 2 ^7^7^-;t^S ; )\u*f J~7 s.— )V 

m ; -i y y Vfvm ■, *j -i vivm ■, ^ 

[0028] 
[ftl7] 

' (CH 2 ) D 

[0 0 2 9] (fit. nJ41Xi42£^H\ ) X^Ztl 
%m ; ^y/f^7x-;« ; \y/77-;H ; X«4 
7H))VM ; RS^X^xMtSiXT^T^ 

isjvmxw.m%tix ^x t> x v «7/^/ps- Q**m 

; Xliffia7/^l/yl ; Y^#^#-CS>l»-ft 

[0030] lSS^±K«Ti Uvfb£% ( I ) |i, IA 

—)VMXl±y7 i^;^. R 2 *M > Y U ;P 
>))vmx\±4 vivm, R 3 ^xXt-;HLS 
fix v^T t) =t v ^;l^£"CaHftSfutffl3Rr;l^f 
Q##it£^ Y***if^^T*&'(fc^l!rr* 

tz^y-eym. E i ^Aoy77x^;«, r 2 ^^/^^ 

[003 1 ] -jRsC ( I ) tC^V^T. lAtflil^t 

[003 2] 
[ftl8] 
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TO 

7 1 

[0 0 3 3] Lfc^oT, iSA±^)B^»i. 4£L 5 

msfrkli. HRsS ( i ) (ctsvv*\ ^A<?)5fiX(i6 

[0 0 34] y^n7M/«J:Lt(t y^n/nt" 
/Hi. y^n^f/H, yy n^yf-/b3S. yyu^^r 
iy/VM, y7u^7°fybX&fcV)0^&3~7e9yyn 
T)V*)Vmi i foW(iixZ > , TV—fV-^k LTtA, 7^x 

tLTte. eu^i^i, en u /vat, -f s^/un^as, 

b° y V U , t5 y - , b >J 5 y'/l^Xii b° U y 

4>YV)vm. ^fy^yy/H, fb5t 

Hn-f y^f/iJ;H, syVU/l-a, ^y^-f 

^ s b°yy'x/|^ b°U$y';l^ bUTVx ^i, 

n-fy^yy^a. ^yxy syyu/u*. ^y^-ru 

[00 3 5] 
Hfcl 9] 




[00 3 6] (fMU n{ilXti2Sr£|-r. ) T^Zti 
^>V7 5-;«. ^7U;H, ?n^^;i/SXIi 
^-xx/t^ ^y/ft7 x -;HX(if7y h y x/p 

^f-ry ua-*. <yy^yy u/b«x«;M 

^yy^ryy /t^xiiw y^yy'f7yy/«^ 
[0037] -ffc&ft ( i ) fctt, -< y h y ysoteco^ 

[0038] tt&m (1)^)5*), Ri^xxx/Hb^^x 



xf)V^cr>mk LTti. «7;^;«, An^'yl 
ifii7;l'^;H, 7x-;HS17;^;«, 7ify 

[0039] A^o^j£#-e&£ 2 -**y>f y h 
'jyiif* ( i ) i±, se«wc*>, ifcieswtdms 

jbff^ft. Mi.(fsigta. J4-ft*#Kfi. yy 
yx^ymu. y-7)vmu. ~?\sAyWM.. T/u#v 

Jg s yx^;iyr$y*S. M)xf;i/75>JS, Vi?yk 
crfmcktffoVfhti&v 

[0040] ttz, ^wm-Mmmrx-hh 2 v 
-r y k u ( i ) *<9*tt*<o4mwL ft 

[0041] itsm ( i ) &&Tf*<mmmzf??gLo 

fcioTSEIW&a 1 , jl^lBSOO. OlmgAgSr^ 
L5 Omg/kg T£>S. 

[0042] * >t, ( i ) ts iv^o^awtl^ 
>v. ~?a ?ui}y°-t)v. mL mm, mm. hn-f, 
x?^y 3 y, mmw<v£o%mmcDmmmfm>}CD&-e 

ak¥t h^k WC S 4 . E!?g*!fi£«2 . «i (±\ t j: 

-7., -tr;Pa-7. s y;py, ^^/Pix^A, 
>"7A^oK^M ; M-iif-fe/t-n— x s ^<^;k-fe;kn— 

'JKy -fe'y-fy, 75tr^, *rux^yyyun 

^;^'^f i^y ^-;t-fe;kn— x . y y f-^Wr^n 

— xayftJV^ AJg. th'n^fyrne/U^-f, y' 

it^/I^y7A. ?X7S^^y^if«WJ ; «^{f 

u ^ A^cojf ir^ij ; #J i. if y x y il y y h ~>v , y u 
yy . *vyi?^m<7)3?mm ; «i«'3cA#»^- b u -7 
a. ffiB£K*gg^hy7A. y-?-/w^y^y, rabvb 
j^Kym&UfflPl ; Mifiyxyl, yxy^M) 

b'x^tnu Fy. xfT'j ymriv^-iyM.mcDMm 

^!JXfl/7/ij3-;K aff^O^-77 7 
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[0043] *mn<7)immttx'fo& i 

( A ) m : HRs^ (ID 

[0044] 

[€2 0] 

R 3 

NH, 




(II) 



[0045] (fiL, aiA, Ri, R8&tfQI4WIBfcR— 

t , — /tos din 

[0046] 
Ut2 1 ] 



H0 2 C-Y-R' ! 



(HI) 



[0047] (fit, R 2 &r/Ytimna£ i5]-mi*^*t- 

( B ) ^ : -jRg$ (IV) 

[0048] 

[f2 2] 



NHCO-Y-R 2 



(IV) 



Q-R 1 



[0 04 9] (fflU HA. Ri„ RK QRVYtemiZb 

m—mm%3ci-& . ) T^^sfl^jx^to^R 3 

[00 50] ft^ft (III) LT 
ft. #f£L<{4g??ny F&k<7>Bg;N^ FtSS. 

[oo 5 1 ] -(b^ft ( i v) tcoBmtzm^&fPiznm 

■thT)V*MtmbLXl±, Miff. R 3 -Xi (XH±;\n 
Ztl&T)V5r)V>\74 Vft&%^ CH 2 =CH-R 31 ( R 31 J4R 3 

[00 52] -ffc^ft (I I)1I/(IV) OJ^h LT 

flS^ftl (III) OJ&k LT«4. ±IB*l«iS 

[0053] (A)a:7S >"ffc;£iftl (II) X(4^<7) 

fifctf/i^iwfr&ft (iii). **>KiSttSiaHkx 



btfiX^h. tfOiif. 75>-^ft (II) X(4^tg 
fc. tf/l^yiMfc^ft (III) <9fiUEtt»3WkXi±* 
<0fSi:tDKJtS«4, JfflK^TiBSfcJ: OIBKSflWfiqrF 

t . tftMrrfr hm \ mn&mja t xcosMx-nhti 

[0054] m^&mMimmiz^im%mM-c$>M$: 
mzm^ti^w, mm. x?j-)v. x^y 

^^A^rkO^n^xbM-fbK*^ ; O'-fe'y'. WKx 

^*^A7 5 h\ N , N - ^ ^T-fe h 7* 5 KSrifeO 
75 KM, 5^f7J^/l^*^h*Atf*:ft.60»£ifflK 

[00 5 5] jfiffifcJ: Offlv^*iftBffl»Wfc LT(4. h 
ijxf^TSy, tU^>. fn'JX N-.Xf-zl^E/y 

Bas^k^^f^ t<(4h 'jxt^r s v. t° 

[00 56] £ fc, 7S Wb^ftl (II) X(4^*M 
k. a»W*A'xK>'IWI;^« (III) X(4^«l&k^> 

Km±. mu^x-m^mcD^rizmmx-^ & . 

[0 0 5 7] Ifck^pJi: LT(4TS H^tMl^ir* t 
<W4< , #ijitf y^^n^y^^/l^yM i N 
-xf;l/-N' -y'xf ;l/7S 77nt;W;t/#y^ 5 
Kta^iS, N -^)V- 2-?nnt"iJ y'-^A7^f ?t 
r K . 1 - ( 3 - 57^< ^;t^T 5 77o bVP ) - 3 -x 
f-zMr/l^i^ 5 HtSS&S, B O VWM [07 h U T 
V—)V- \-A yhVX- ( iTX f-^T 57)* 

X^x7A / \Jf77/l/^O^X7i-b ] „ y'7x-/l/ 
'J7l7yK (DP PA) 4if*«*lf6*L4. BfSfcJ: 
0 , l - 1 Kn^y^yy h U 7/-;^t"«ffittxx 

[ o o 5 s ] mmt Lxitmax-'^mzhcommizm 

[0 0 5 9] Srfc, *aC{45-feS-ft^i t^r<ilfl 
[0060] ( B ) ffi : -ffc^s (IV) Xii^OSkR 3 

t^jte-r s r^f ;WK3H t vRmt. mmz ± o njs-r 

SCk^X'&-S. 0 Mi. If, fli^ft (IV) X(4^i0iSt 
T n 5 A H -ft^ftXIi T ^ ^ >^^^ t coRJE 
(4. JffiK*, &ao#£TT«t3ttfr?-3 . tSSkt 
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Tli, iSW-MJ^A, J&fflMrU^A, UfflMcSlH-hy 
"7 A. iiat^XrU^ASf^T/l/^U^IWfflKa. 
•ftt- h y ^a. *»fbjr y *7 Ai^TkgHkT;^ 'J # 

&SW41, C 5, 4, CO ^ 

- 7 -xy^^rmsai* j *H'i3*i* . mtt t 

TS4. N, N-y^f^ATSF^ N, N-^f- 

/i^ hy&ifo^r by^ y^on^j'y, y^ooi 

>-b\ i!xf;l/ N fb5tb*P75^ y'Th^-tfy. 

So RfQ4. JWrFa^aflRT, M;t(40°c~i oo°c 
[00 6 1 ] ^BBiO^jR^Tft*^^* ( I ) ti, 

tiSHSiimUf =fcV^\ (a) X«4 

( b ) to^o < sut-r s i fc s . 

[00 62] ( a ) m : Qtfffl&TtV^VymX'fohit 

( i ) it. Qftm&^fr-owtfymM^x'hhit 

&m ( I ) fc, S : — Q 1 — R 1 (QUifflRT^Uy** 

^/WfciMSrRJtSSitS d fc tc 4 0 ilt^. d £ 

So d^KJEii, ±ISO (B) ffifc|Hl«fc:LT, Hfflrr 

[0063] ( b ) j£ : R 1 &MVi£* isA&BiXf/Xtt. 

J4 . % Art* isjvmtfzL^Mk $ *ut ttf&t s ik&fo 
teztvfcte&m ( i ) £, Mxar/^yiSiK 

TJ4, SSL JMbiWHR, «5rfc"0&SL V»?)V* 
nil, <y-fe'yx/P-*ylL P - WPxyy/t^yfg 

&tv)iE$£x{4*«B^W£>*iSo ttz. y/uxvm 

ItLTIt ^KK-ftT/k^'J^R (Wi.lf, *IM;-n 

So 

[00 64] mmtLxte. mtit. ^y-zk 
x^y— /k >fy7o;v-;K T-feby. r-feb-b 
'J/y Mt>, s^n^-tf-y. o--t£y. b/bx 
y, ?od*M, y^oo^^y, y^nnx^y, 

;bAT$b\ N, N-yj{f;l/r-l:bTSF, 
[00 6 5] $ fet, ^^O^^T'fcS^^ 



[0066] $IX14\ R 1 j&HSftT;i^;i^:*£tr*4'ffc 
^ft ( I ) {4, gtffcLT. »JW4^7^k*XI4 

~}vmx°foz>\Y£m ( i > r^77U#sffimr;^ 

;bx;by^ FTJdSHLT, R 1 #2- («7;^^f 
*) - 1 - b Ka^yXf/Htli^^fthtSit 

[0067] W-ifi^-mkTlV^l* ^fj)Vi^—JVWm 

-^mmmmmm^mxn^mmmm-m^mTh s n& 
m(Di±. (b> mtmnizLxm.Ti'Mt-t&zt 
t i d , R 2 ^N-^^«^-irM««fgm^Kx«-#a 

So 

[0068] Rs^yry-fg^T^^/^T&s-f^t) 

( I ) {4. N'J7'f;l/fy7y'K (Bu 3 SnN 3 ) tML 

ffi»r y -/p^T'Ma t t *r jet s i&m. r jv a * 

[0069] ISA, Ri , WmMcr>>y-%;< t fc— OCOWi 
iSt«7;V3Jfyl^#itt§ft^!|!I ( I > 14. H 

xmm Lxi&mnva^^b^^zb tp? § s . 
[0070] Ym&CT)V?--vyx-foh\\L^ ( I ) 

{4. jItcLT, Y«a7;^yylt*Sf^ftfct 
Sd«t^T#So 

[0071] ±iBo-fk-^ii9^ffls^^j£{4. ^-mt 
5 -ftf~s d i: ^ < jsfi l , wMtbxytmmm 

fflvtfUf, 3fe^tt^-fk-^%^f#S d ks&^c* S o 
[0072] jJBHScteJ: l 9Mi§§^2-^-^y-fy 

^tc4 0#ii-rs i t ^'T-S . FJfMt: i o . a^co^rs 

ifiSStJ: >5Ji«<0|iag*4M», X(±RJ6JffiHE*»*Lfc 

ate iw^^^^tt^-ctttfi-rs i 1 1 4 o . 

*)SV^4aS^M^SD^TWm$^:Sdttct OSK 
7 a S^H^c i: tc 4 0 WM-TS i i; S . 

[0073] *mp>mrc*>h r s y-ft^ (in 

{4, -fet (VI) 
[0074] 
[ft2 3] 
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NH 2 



(VI) 



[0 084] 
[ft2 6] 



[00 7 5] (fit. «A««HSfcH— iiS**^ 

ft, ) T^tiftitMM;, mati 

S: — Q— R 1 (fflU Q&W(±f?tai:|5|— SUfcSr*^ 

f#£>ftft-fee (vii) 

[00 76] 
[f24] 



(VII) 




Q-R 1 



[0077] ( fa l , i§a , ri &VQ(±Mfet m-mw 
il, ^^tmtclx, — jR^e (viii) 

[00 78] 
[f2 5] 



rCfi — r NH2 



(VIII) 



Q-R 1 



[0079] aiu ira, wRx/Qizmztm— Mm 

Sy*^f*»L (B) Sji:R«fcLTT/l^/MfcSli:R 

«;tCJ:0 - k ft . 

[0 0 80] 4- (ffiMT/kn^) - 2, 
U-lH-4VF—)V-2, 3-^>Tfo&lk&m 

(VI 3 - is) T-Vy&. % 

(J. Org. Chera. ) , 53, 2844 (1988) , R. M. Soli et 

aij tmn-umzm\i. 3' - a&mr^^y) - 

2, f^yn tT:* y T— U K k L , 1ST— 'J H 

[0081] Q*«iffiRrrt^f pyafiTjb^'fc-^Hi ( v 1 

11)111: -Q-Ri^TKfRM^T^ft^^ (VI 
I I ) tf>-f ^KU^lffi^fflRK^t, (a) ffikRl 
attT3E: -Q2-R 1 (fit, wimmnv^vymz 

-rft£ki>T"#ft. 

[0082] JERflteft (IV)li (VII 
I ) Sr. (A) £k|3]«fcLT, -fL^-ft (III) kR 

[ 0 0 8 3 ] 




[0085] T^2*l£M£Hfc-£*4, 5^ 
[0 086] 
[ft2 7] 




H 5 C 2 0 2 C 



[0087] (»— Tvl' ■ #y ■ ■ T^VJjy ■ *r 
^.f])V ■ Vt-fXr-f (J. Am. Chera.Soc.) , Vol.80, 
P5574 (1958) , H. Rapoport et al ] X^ftMt^M 

[0088] aef^ttflaofl:^* ( 1 ) fct ft^vSttr 
swt^i (ii) xii-t^tfSk, *;ksK>HMK^* 

(III), ^^l£ttf^#:X(±^OISk^Sl£§4± 
ft i k t J; DKit-Tft £ k ft . 
[0089] rs >te&m (II) <7>%&fSffl$i* 7 

tsftwrswt^n (in 3&»6«ifetcflei>Ms^Mi! 

tdzj: 9flft.Ik **T § ft . 3l£¥4Hn*l tLTIt iffl 
V-f )VWE8feR\^h £ k **"C# ft . 

[0090] ^Bjtwmcfc^T, ts^T^/ksavis 
mt\t. K*isc2-6ffl^tco. ft£L<\±mmm2~~ 

3~9CDfc<?X lift L<^fStf£3-6^fc^£S:i*-f 

fto im.T)V*vymti±, ^i-8i(0to, if 

-u^asttt, ^*S2~6iiotco, *fib<i±fc* 
i^2~4fflo^iO^E^ft» j^uyyWrf-h Ltil 

■y ****** &*L*. 

[0091] 1 cm^x b*-y*mm&H? 

s D^sttt^ -y bcDmm^mmm. 50mMi vmbm 
ifi(pH7. 5, 0. 01% izB-bvyisyfas 

ffl) &mz-^y~1--< XLfz, *^E^*jl^.— If 
•C^Jitt, 50, OOOXg-C'l OdHSBMMHiU # 
feflfc^W MMH^-ygy- ^xV^A ( 5 
0 mM h 'J ( P H 7 . 5 ) , SmMM^^y 

^7A, 5mMyf^hWh-;l/, 0. 14mg/ml 
Ai'h^y, 0. 2% ± MH?fr/^"5y ( B SA) , 
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o.oi vTisymmi) zmtmmm*t l 

[0 0 9 2] jKUxf-UV-f-jL— rtcitit*. 125 I-C 
CK-8 (50pM) SWM^ftJttT^f jl 

^f^-Mt, Ite^^I-CCK-8ia#I (5 
OmMhWII, 0. 01%BSA, P H7. 5, 4 

°C) £Jn*, ^>vr\-^x9-^m^xm^bmt^^ 



m 


R 3 

r^^V^l 1— NHCO-Y-R 2 

Q-R 1 


SUA 


-Q-R 1 


-Y-R 2 


R 3 


IC 5Q (TIM) 


90 


a 


-(CH 2 ) 4 CH 3 


AO 

H 


^C0 2 H 


30 


92 


a 


(CH 2 ) 4 CH 3 


xo 




30 


93 






xo 




30 


94 


a 


(CH 2 ) 4 CH3 






30 


112 




-(CH 2 ) 4 CH 3 


XO 


/^C0 2 H 


30 



tmm&frhftmm&mi&b* &mm-&£ 50% 

[009 3] teMJiTIEffi 1 m>$>ftL7mMM 0 tT* 

So 

[0094] 

imi ] 



[00 9 5] 



[H2] 
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Si 

« 


R 3 

r^f>| (— NHCO- Y-R 7 

Q-R 1 


TUP. 4 


-Q-R 1 


-Y-R 2 


R 


50 ^ IUVA ^ 


113 


XX 






X^C0 2 H 


7 


114 


rx 




H 




3 


115 






xo 




3 


118 




-(CH 2 ) 4 CH 3 






10 


119 


rx 








8 


121 


a 








30 



[00 9 6] 



[S3] 



(12) WBHP9-4 0 5 57 

^ 3 i£ 



m 

« 
« 




Q-R 1 


Y-R 2 








-Q-R 1 


-Y^R 2 




IC 5Q (nM) 


122 




X) 


XO 




5 


123 


a 


X) 


xo 




7 


124 


a 


<y 




/vC0 2 H 


40 


125 




X) 


xo 


LI 


10 






X) 


XO 




10 


128 






xo 




4 


129 


a 


X) 


XjO 




20 


130 






xo 


.^v^C0 2 Na 


0.7 



[00 9 7] 
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m. 
m 
# 




Q-R 1 


Y-R 2 








-Q-R 1 


-Y-R 2 


R 3 


IC 50 (nM) 


131 






H 


/v^C0 2 H 


0.5 


132 




XX F 


XO 




6 


133 




XX F 


XjO 




2 


134 






xo 




0.3 


135 


rr 


XK 


AO 

H 




U.J 


136 




XK 




/V C °2 H 


5 


137 


" ,c Xt 


Xi F 


xo 


/vC0 2 H 


0.3 


138 


" ,C XX 


Xx ¥ 






0,5 



[00 98] 



[H53 



(14) W9-40557 



it 


_ R 3 
l<= ; V7l 1— NHCO- Y- R 2 

Q-R 1 




-Q-R 1 


-Y-R 2 


R 3 


IC 50 (nM) 


139 










5 


140 




xr n 


xo 




1 


141 




x> 


TO 




0.8 


142 






AO 

H 


^-^C0 2 H 


I 


143 






XO 




20 


144 






H 




20 


145 


XX 


-(CH 2 ) 4 CH 3 






20 


146 




X)r CzHs 


xo 




9 


147 


H 3 CCT^*^ 


X3r OCH3 


xo 




6 



[00 9 9] 



[f!6] 
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s 






Y-R 2 




IftA 


-Q-R 1 


-Y-R 2 




IC 50 (nM) 


149 










4 


150 






H 




0.2 


151 










4 


152 




x> F 


H 


/""«r\ II 


5 


153 


fx 








3 


156 










20 


157 


B -Ot 




xo 




2 


159 




xx F 






4 



[0100] 



[|S7] 
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32 
it 
to 

# 


_ R 3 
f^Ji 1— NHCO-Y-R 2 

Q-R 1 




-Q-R 1 


-Y-R 2 


R 3 


IC 5Q (nM) 


160 




XX F 






4- 


164 


XX 


XX 




N 
H 


40 


168 


H ' C XX 


XX 


AC 

H 


-CH 3 


7 


174 




XX 


XO 


^^C0 2 Na 


0.2 


178 






XX) 






182 


H3Ctx CX 


XX 


XX) 




0.2 


183 




XX 


XX) 




0.2 



[oioi] ^»«aj2 tmtemt&ti-iftm <+r» 

SDHtt7 7f ( 1H2- 3E) £ 1 6-2 Outran 
ifetft, ^l^V ( 1 . 2g/kg, s. c. ) VmWtL 

-r ( sp 3 l , XSMff&ftK) £f?AIS5gLTP$t£ 

i± 3 o iHBHrcsaDi l . **)S**8ise . 

[0102] SIKffl^lB#^-C^$^^P^{5{3'- 
SfcSroTUfcifcfcWBlfts CCK-8 (0. 3//g 
/k g/h r ) £ 0 . 73ml/h r <7)^T-ft*Ji# 
M£*)m-Lt:. CCK-8S42 $ffltifct3|ftflett£ft 



Ifi*CTwe e n 8 0 *Jnifc»ffl{C«a8bfc. 
[0 10 3] CCK-8^t=t >9tmnLtzBmR. BP 
*> , ( 3 0 4H9(OlKftM ) - (CCK-8 
a#M3 O^iacoJHRft*) * 1 0 0%t LT. 
Jf (S^-S: 10mg/kgtfclllmg/kg)«, 

c c k - SSBHBI^fcfbttzlWW L^^iil J: 
9«bW§W (E) SJKtiUfc. »H4*^fflttffitt, 
i<o i 3 fc LT»fcffc*«*W* ( e ) s- 1, fc <j:«o i 

[0104] 60gE<90«i ++ 
90^E +++ 

[0105] 
[|R8] 
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M 
# 


Q- 


— NHCO-Y-R 2 
R 1 




-Q-R 1 


-Y-R 2 




10mg/kg(i,d.) 


113 




-(CH 2 ) 4 CH 3 






+ + + 


122 




X) 


xo 




+ + + 


125 




X) 


xo 




+ + 


128 


H 3 CO > ^^ 




xo 




+ + + 


130 




X) 




00 




+ + + 


132 


HiC XX 


XX 


xo 




+ + + 


133 


h 3 co > ^^ 


XX, 


xo 




+ + + 


134 


rx 


XX, 


xo 


/^C0 2 Na 


+ + + 



[0106] 
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mam 



M 
it 
W 
» 


R 3 

r^Ti Knhco- y-r 2 

Q— R 1 


ISA 


-Q-R 1 


-Y-R 2 


R^ 


10mg/kg (i.dO 


136 




XX, 


<*& 




+ + 


138 


H3CO ^0c 


XX 






+ + + 


140 




XT" 




DO 




+ + -h 


141 




X 




/VC0 2 H 


+ + + 


1 

J. HO 




Xy 






+ + + 






(CH 2 ) 4 CH 3 


'TOO 




+ + + 


146 








^C0 2 H 


+ + + 


149 




XX 






+ + + 


tK i om. 


* 


Q- 


R 3 

-NHCO-Y-R 2 

^0 

R 1 




-Q-R 1 


-Y-R 2 


R 3 


lOmg/kgCLdO 


151 


H 3 ccrX^- 


XX, 


w 




+ + + 


153 




XX, 


X® 


/VC0 2 H 




157 




XX 


XX) 




+ + + 


159 




xx F 


Xo 




+ + 
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[0 108] 



[fftl 1 ] 



IfllS 



m 






R 3 

4-NHC0- 


Y-R 2 








ty 


Q— R 1 










O-T? ^ 


- 1 - rv 


R 3 


lmg/kg{i.d.) 


174 






XX) 




+ + + 


178 


H 3 CO^-^ 




xo 




+ + + 


183 


"' C XX 




XX) 


/s v .C0 2 Na 


+ + + 



[0109] n,^j3 c»jw«efc*«-«#ffl (#iRrt 

SI»2i:lR|«fctTCCK-8 (0. 3j«g/kg/h 
r ) * 0 . 73ml/hr ^jSLBtCfeWHW JK «t 0 %kM- 

Ute . cck-8 a-^flKfift^JfiS^Jt^liBr— Sgfc 
-&m± 7 5 % N , N - ^ ■f-jWvkk 7SF tdgjff t L 



[0 110] H!£2 fcraKtLT, 81*1 Omg/kg 

a^«f5fb«TO!Ws ( e ) sjtai ut. pjwttwwwff 

ffltt, £«±3fcLT»fc«*«HW* (E) fcfcfcfc, 

[0111] SSfiTIB^l 2^>^1 3^<753I 1 3'C 

[0 112] 
[112] 



(20) 
f 121 
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» 


1 _ R 3 

t<^7l 1— NHCO- Y-R 2 

Q-R 1 






-Y-R 2 


R- 5 


*kr| /JU m 

lOmg/Mi.v.) 


83 


a 








+ + 


94 










+ + 


101 




•^CO.CCCH^ 








103 


a 


(CH 2 ) 5 CH 3 






+ + 


104 


a 


-no 








105 


a 


OCH 3 






+ + 


106 


a 








+ + 



[0 113] 



[1*133 
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SI 

it 

* 


^ R 3 
Q-R 1 




-Q-R 1 


-Y-R 2 




WJflsffl 


111 


a 




OH 


/^C0 2 H 


+ + 


115 










+ + + 


117 




(CH 2 ) 4 CH 3 






+ + + 


124 


a 


X) 






+ + + 


126 


a 


X) 




^C0 2 H 




144 






H 


^-v^C0 2 H 


+ + + 


147 






xo 


^.C0 2 H 


+ + 



[0114] 9g*M4 c^w >mmmzm-h^ 

WisterMtt77Mr, 1 S¥6 Eh L , 1 SB# 
IBKAtySftfcffifflU;. «*Mb^«BX*4WKW (vehi 

cle) (0.5% Tween80 „ 5ml /kg) SrigP^-f U -£030 

^H&j&^-fe/t'W y20/xg/kgi/s{i^a^e*& l u#ra 

rk4E. ( i mi/kg) tfc. mk<r>*.)v\s4 



[0115] im»tfr<9HW8HBIJefc:li, t/fxir 

[0 116] teaJiTIBISl 4^0>fcis9T*>*. 

[0117] 

[*14] 
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1 41 



m 

m 
« 

Til 


R 3 
Q-R 1 




-OR 1 


-Y-R 2 


R 3 




174 






xo 


,^v^C0 2 Na 


0.022 


178 






xo 


j ^ v ^C0 2 Na 


0.0092 


182 






XO 


/s v ,C0 2 K 


0.033 


183 


" ,c Xe 


XX, 


xo 




0.018 



[oils] mtm i 

(1) 3-757-1-^^-2, 3-y'tHo 
- 1 H--f >Y—)V-2-^>ffim&2 . 84g, Rl 
#SW-MJ'>A2. 24g, 7nn*;^3 0ml, 7]<3 
0«lOfi£*jfc:, 7;l/3'yfi^T*^t, 3, 4-i>" 
^nn^/^^nij H 2 . 8 0 

m^s. ?Do*;PAi*a#. east*. 

4. SS^^Kx^-^-tfy^^Sfe B H B LT. 3, 
4-y^nn-N- (2, 3-ytFo-2-^y- 
1 -^>i-/U-l H-4 >V—)V-3-4 )V) KyXT 

5 H4 . 0 6 g £ . Ififilfefti: LX%& . It* : 125 
-12 6°C, IR(Nujol) (cur 1 ) :3 280, 1 72 

5, 1 63 5, 1 6 1 0, MS (n/z) : 39 0 
(M + ), 374, 372, 217 (base) „ 

[0 119] (2) W3. 56g, r?y;H^f 
;P4. lmKM^'JWS, 8 2 T-feb>-7 Oral 

3- C3 - (3, 4-j/7nn<>'VM;17Sy) - 
2, 3 - y t Kn - 2 V - 1 -^yf 1 H - 
A V H —71^- 3-^f;t/) 7d tfjj-yBLX f/Vxxf/K 
•^^^3- (3, 4-y7nn<yy>f;l'7S/) - 
3 - (2-7 N^f i^^^^/WX-f-^) - 1 -^y^/t/ 
-1H — \VY~)V-2 (3H) -:fr>\ 3. 96 g 

*$fe^B B H t LT#-5>« II* : 84 - 1 1 4°C. I R 
(Nujol) (cm 1 ) :3330, 1 73 5, 1 70 5, 1 

6 6 0. MS (m/z) : 476 (M* ) , 173 (bas 



e) . 

[0120] mm\2 

(1) 3-7S7-2, 3-ytl'D-lH-^fy^ 
—)V-2-*>m$&l 5. 05g, 3, 4-y7nn 

^y/^f^^ou hi 7. 20 gotM^^-uy-3 o o 
mlSSSMfc:, T/i-^'ySfflMT. M)xf;i7$yi 

6 . 5 g ■f-uy 5 0 ml^lS: , #3frflHFr"8IT 
-th. S»fc^l/C3 U tKI 0 0ml£7JIJX.T 

;^^A7S K-zJC^JoBMiftiLT, 3, 4-y7nn 
-N-(2, 3-~y'b Ho-2 -tt V- 1 H— -f yF 
—)V-3-4)V) <yX7S F2 2. 9g^, iMt 
fti: L*Cf#-2> . R|j£ : 2 8 3 - 2 8 5°C . I R 

(Nujol) (cm- 1 ):3 280, 3160, 3100, 1 

7 1 0, 1 690, 1 6 3 5. MS ( m/z ) : 3 2 2& 
320 (M* ) , 14 7 (base) „ 

[0121] ( 2 ) *f H 23. Og, 7? 'J/Hlx?- 
;P7 . 5 2 g«y^f;l/XWJfy^ 1 3 OmlJgJgC 

r;P3>#HmT, ri* u <7a i o g zmffim-ym 

- C3- (3, 4-y7nn^y/>f;l/75y) - 2, 
3-yhKn-2-^y-l H — -f y F— 3 ->f 
AO 7nt^yixf/ixxf;i2 6 . 3 3 g£. 
t9*fc bT#& . HJOS : 2 2 7-22 8T3. I R (Nujo 
1) (cur 1 ) : 3 3 5 0 , 3320, 3280, 174 
0, 1710, 1655, 1625. MS (m/z) : 4 
2 2&4 2 0 (M + ) . 

[0122] wmm3 

(1) 3-7S/-2, 3-y'tHn-l-^yf/l' 
- 1 h— ■{ >-h"— A-— 2-^-yJSKJSi . 2 2g. l. 



(23) 
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2, 3, 4-^h7t Yvr7?\/y-2-f)}Vi$>W 
0. 93g, l-hPa^yVMJTV- /K). 7 
2 s, m\L*&-WA Oml^a^ftfc, *#TF. 1 - 

4 5 H Siftfi 1 ■ 1 0 g £ Jp z. h . EJBfi^ftfc *J^T 
T\ 1 ^fOfllfH t , h U x W7" S if 1 . 0 ml £ 

KmmTm. m±T. *8£«*u 

u mm. mmzm^^z* mm* 
mm^^-^^-y^^m^mLx , n- (2, 3- 

1 -'O-f-zl— 1 H->fyK- 
/l — 3 — -</^> -1, 2, 3, Hnt?^ 
2 -^jK^S HI. 3 6 g £ . HffiBSi: L 
TW-S. „ lifS : 1 2 7-1 3 2°C. I R (Nujol ) (era 
-0:3280, 1 72 5, 1 64 0, 1 6 1 0. MS 
(m/z) : 3 7 6 (M + ) . 2 1 8 (base) . 14 7. 3 

1 o 

[0123] ( 2 ) ksh i - ( 2 ) fc mmiz 

HSMLX. 3-C2, 3-ytKn-2-^V-l- 
^y^;l— 3-(l, 2, 3, 4-f 15hh'n-2- 
t7f/^/^-;175y) -lH-^yh'-;t/-3- 
-O10 Tv\?*yWXi~)V^x^r)V*'i%& a Nu£: 1 7 

2- 17 

[0124] SgittfH 

3, 4-y^DO-N- (2, 3-ytl'D-2-« 

y-i -^yf/Hi H--f vy—iv-3-Ajv) ^y 

XT S 1*2. 70g, 7?'Ja-l'J;H. 3 0 g . 7 
■feiy3 0il. Kl^'J^l. 4 6gC0M^*.T 

*ut»* mm^Mmth. tlx 

f-;l—^-9->T'fe B B BltL-C, N — C 3 — (2-y77 
xf;i) -2, 3-yhl'n-2-^y-l-^yf 
/l-lH->fyh'-;l-3->f/l] - 3, 4-y?an 
OXT S 12. 2 8 g £ . *fe^ 9 H B fc . II 

:7 9-84°C. I R (Nujol ) (cri) :3340, 
232 5, 1 70 0, 1 6 5 5, 1 6 1 0. MS (m/ 
z) : 44 5&44 3 (M + ) . 

[0125] wmms 

3- 7S/-2, 3-ytlo-6-^l^fy-l-^ 
y^-)V- 1 H->f >V— )V- 2-X>iMkUl g. /3- 
t7f;l*;l^x;l^n|J H 6 8 3 mgSt/fSfbi ^V" 
y 1 5 m 1 <nm&mz . *^T. b 'Jxf;17 5^0. 
9 8ml fcSTFU m*C l snaflH^S . KEiC, 

a^t. mmk. mmzmf±m£i-h» m&tvx^-ivx 

yl'lOml IzmmL . 7? 1/ /t*x?-/K) . 3 
8ml. 'J ^ A 5 0 0 m g Sr SPX. . T/l^VUH 

MTT-^ST'3 0*jt#-f-^. RJKfcfc, B»x?-;K 



3-C2, 3-yhFn-6-^l^y-3- (2-f 

■7?vyi))\>i£— )V) 7S7-2-^v-i-^yf 
;i— l w-A yY—)V-3-4iv~} xn^ym^i-fV 

XXf;l 1.55 g . 11* : 1 5 6 - 1 5 9°C. 

I R (Nujol) (cnr 1 ):3260, 1 73 5, 1 69 
0, 1650, 1620. MS (m/z): 502 

(M ) . 4 5, 

[0 12 6] SBt#!l6 

3-7S7-2, 3-ytln-6-^l^fy-l-^ 

y+jv- 1 H-^O-F— 7i— 2-^->-JgS^i g. -fy 

F-/l-2-W:yl5 7 0mg 1 UitX^-Vy 20 
m 1 0?M-£!fW=. *^T. 1 - ( 3-y^f/17S/7 
n bVP ) - 3 -X^/l^A-zKiM 5 Higlgig 6 8 0m 
g . 1 - b Fn^yKyV h 1 7/-/14 8 0 m g . h 
'JXf;17S70. 7 3m 1 £Jnx.. Iflt2. 5B#HJ 

j-)VX)Vfr* 5" H 10ml fciffllf U 7*y 'J;Hxf;i 

0 . 3 8ml. 'J7A485mg SrjDX. . Sa&T 

T. 3 - C 2 , 3-i^'b l'n-3- ( lH-^fyH-;l 
-2 -4)Vi])VT$.~)V) 7Sy-6-^l^fy-2-^ 
=JfV- 1 -^>-^;l— 1 n-4vY—)V-3-A)V} X 
nt^^Ixf ;iixf ;ll . 7 2g£rf#&„ 
[0 12 7] 

(1) 3-7S/-1- (4-7/l*n7x-;l) - 
2, 3-ybl'n-6-^l^fy-lH->fyl'-;l- 
2—%yUWM.2. o o g. Ax*x vy-3-#;v# 
ymxhv^-Li . 3 3g. i-hi*D^y\yyi'j 

TX—)V 0 . 88g& *EtK -Jvl-TtVl-A 7S1'1 0m 

1 t!gjl L . ?K^T. 1 - ( 3 - -JX "f-lVT 5 /7a b° 
;W) - 3 -x^-;^;l-^^M 5 1 . 4 9 g £Jn 

30 4 . RCafcmix^ -r!5t 
ln7?y (2:1) Srav^-CttttlL. ttffiMSr^#. 
^«f*. ^>iiL. %«[*attW«. l§^ftlxf;l- 
f 15tKo757^^i*ftlt, N-Cl-(4- 
7;WD7i-^)-2, 3-yhl'n-6-^Ky 
-2-^y-lH-^f7l-/l-3-l;l) -3--T 

y * y u y^/w^-f s 12. 6 o g . HI* 2 1 
9-22 o°c„ 

[0128] (2) * n °p2 0 0mg. 4-7a^ii 
xf;!XX y- IV 2 7 5 m g . is* ^-/U^/UM. 7514m 

i com,&$t>z, 7 iv-dy mm%T. emx u 1 9 5 
m g £ jni . w&c 1 5 ffliuti. . i-^mm 1 1 

«SE*e*-f-s. S?U y y * yvi* 7 A 7 nv 1 7 

y- (Mfy-llXf/1 (2:1)3 "CWMtT. 



(24) 



#fflf9 40 5 57 



4- C 1 - (4-7/^n7i-/K -2, 

u-3- (3-^7^7^/^/1/^/1/75 7) -6 

-7 h^r^-2-^V- 1 H-^yKwl/-3-^ 

IR(Nujol) (cm 1 ) : 3380, 1 740, 1 6 
75, 1625. MS (m/z) : 5 4 1 (M + ) . 4 7 



6. 426. 156. 128 (base) 0 
[0 12 9] MMMS-42 

nmigffltt&m* . mmm 1 - 7 01 w t mmim 

[0 130] 
[Sll 5] 



10 



11 



12 



13 



14 



cn 2 cu 2 oo 2 cu 3 



CH^C H^OO^t C2H. ^ 



CH 2 CH 2 C0 2 CH 3 



OjH ^ 




NHCOY-R 2 



CCHJ4CH3 



-Y-R' 




.CO 





OCH, 



CO ? C(CH^ 



M.P. : 142-144 t 



M.P. : 135-136 TC 



[0131] 



[me] 



(2 5) WBHP9-4 0 5 57 



SSI 6 3c 



» 
m 


r^Ti I-^thco — r^^^Ti— ci 


(CH2) 4 CH 3 




K 


rJJF¥- i! Isx^F 


15 


OCH 3 




M.P. : 166-168 1C 


16 


CHiO t0C 


CH2CH2CO2C-HJ 


MP. : 138-139 *C 


17 






M.P. : 172-174 <C 


IS 


COI3 




M.P. : 167-168 "C 



[0132] 



[il7] 



(2 6) WBHP9-4 0 5 57 



#1 



at 
& 
n 
# 




-| |^-NHCO-Y-R 2 

i . 

Q-R l 


-Q-R 1 


-Y-R 2 


mwmm 


19 




YY^ 


1 




20 


-(CH 2 ) 4 CH 3 






MP. : 281-282,5 *C 


21 


-(CH 2 ) 4 CH 3 


^1 






mm 


22 




6 








23 


[ 


if 






MP. : 186-186.5 *C 


24 








00 






25 


( 


i? 






M P. ; 96-97 r 



[0133] [^18] 



(27) 

mi si 



WBHP9-4 0 5 5 7 



K 






COOC 2 H 5 


iS 
M 
# 






r pfiLU" t -t\ 

J 1 

Q-R 1 






Sit A 


-OR 1 


-Y-R 2 




26 


a 


6 




MP, : 200-201 V 


27 




<> 

F 




M.P. : 183 


28 


a 






M.P. : 166-167 V 


29 






ro 




30 


a 


6 


och 3 


M.P. : 181-183 V 


31 




-(CH 2 ) 4 CH 3 







[0 134] 



(28) 

m 1 9S 



WBHP9-4 0 5 5 7 



ft 

s 

f 


H 3 CO- 


Oj 

Q-R 1 


COOC 2 H 5 

-NHCO-Y-R 2 j 
O 


-Q-R 1 


-Y-R 2 




32 




H 


M.P. : 234-238 t 


33 








3 




34 






H 


M.P. : 140-146 °C 


35 








) 




36 


6 


xc 


) 


M.P. : 212-214 t: 



[0135] 



[120] 



(29) 
IP2 Q$L 



W9 40 5 57 



H 3 co 




NHCO-Y-R 2 



-Q-R J 



37 




M.P. : 212-214 t) 



38 



CH 2 CH 2 C0 2 C 2 H 5 



6 




19 



CH 2 CH 2 00 2 C 2 H 5 



6 



M.P. : 178-180 *C 



40 




C ? hL 




41 



C H 2 CH2OO2 C 2 H ^ 




■OCH, 




42 



CH 2 C0 2 CH 3 





*Stt* 



[0136] K®^J4 3 

(1) 3-7S7-2, 3-ybPn-6-^b^y 

2. 0 0 g^Wf /kX/^^y K4 0 m 1 HC S 7 
^ )J/Pgp:f^0 . 85mlSVll*^Al. 9 4 

stun*, t^vshmt. gffl-csBsrajw*^*. 

fvM 1 : 1 ) ] tflLT, 3- [3-737-2, 
3-yt Kn-6-7 1 -f 

1 H— -f >-K-/t^-3->f/tO rnt^yixf/^ 
x^x^ 1 . 3 6 g £8fflrfei*ttftfc LTf#£ . 



[0137] (2) * n D pi:5, 6-ybFo-4H- 
t°no [3, 2, 1-i j)^yjy-2-Wyi 
is£SBt#iJ3- ( 1 ) btimtzWMLX. 3- { 3- 

C(5, 6-ybFo-4H-bnn(2, 3, 1-i 
j ] ^y'jy-2—f;i/) 737-2, 3 

-^b Fo-6-7 1 -^^^ 

[0138] SBg$j4 4-60 



li-$2 3^ 
[0139] 
[S2 1] 



(30) 

m2 im 



WBHP9-4 0 5 5 7 



m 


c 


COOCjH^ j 


? 




T 

F 








-Y-R 2 




44 






M.P. : 174-175 


45 






M.P. : 191-194 TC 


46 




ro 




47 






M.P. : 200-203 "C 


48 


c 2 h 5 -C^X 


ro 





[0140] 



[«22] 



(31) 
&2 2 



WBHP9-4 0 5 5 7 



St 

it 

M 
* 


^\ R 3 

f^" || NHCO-Y-R 2 

H 3 Coi^JL^ 1 Q 

o 

F 


R 3 


-Y-R 2 




49 






M.P. : 172-173 V 


50 






MP, : 203-204 T 


51 






M.P. : 151-153 TC 


52 






M.P. : 181 


53 


CH^CI^ 5 


xo 


M.P. : 123-125 *C 


54 


CH 2 CH 2 CN 


xo 


M.P. : 165-166 *C 



[0141] 
CS2 3] 



(32) 



WBHP9-4 0 5 5 7 



f 23a 



it 
* 


H 3 CO- 




C 


s 

^NHCOYR 2 

F 


-Y-R 2 




55 


c 


io 




M.P, : 150-152 TC 


56 


H 




57 


X) 








58 






? 






59 




oc 


1 


M.P. : 209-210.5 C C 


60 


X) 


A 9 > ;v 



[0 14 2] 1 

3- C3- (3, 4-^7nn^yv'>f^7S/) - 
2, 3 - y h H'n - 2 V - 1 H -j V 3 
7nt"^ylxf;l/XXf;H . 0 6g, 3- 
7 x - a \f)VTu SKI. Og. U <7 A 1 . 

1 0 g&VT-fe h y 1 6 m 1 05fi-&ft*R3QiaW-5 . 

^■^-yClSAfcSHi-, 3 - C 3 - ( 3 , 4 - ^ nn^ 
>V~4)VT^J) -2, 3-J/'hPn-2-^V-l 

- ( 3- 7i- /l-TutVH - 1 H--0-F— ;k-3- 
>f /t0 y°u b°^-yigx^-;pxx-r/lx 1 . 2 5 g £*t£IS 
LTf#&, R|j£ : 119. 5-121. 5°C. I R 

(Nujol) (cnr 1 ) : 3 3 2 0 , 1730, 1700, 1 
660, 1 6 1 5. FAB -MS (n/z) : 541&5 
3 9 (MH + ) . 

[0 14 3] l(jfiW6 2-7 4 

ttmm.fm-&m£. mmm6 1 tmrniarnvx . %i 

[0144] 
[^24] 



(33) 
HI2 4S 



WBHF9-4 0 5 5 7 



ft 

« 
* 




ril |^-nhco — ji — a 

1 . 
Q-R 1 


-Q-R 1 


if, J , rtlJ 1 — - AIL/ _A A ■ 


62 


/N A=/ 




63 


/V N N / ° 


M.P. : 143-144 


64 






65 


-(CH 2 ) 3 CN 


M.P. : S9 1C 


66 




M.P. : 100-101.5 TC 


67 




M.P. : 140-140.5 TC 


68 


-CH 2 00 2 C(CH 3 )3 


M.P. : 166.5-167.5 t 



[0 14 5] 



[«25] 



(34) 



WBHP9-4 0 5 5 7 



025S 



a 
& 
m 

f 




COOC2H 5 






V 

Q-R 1 








\ -Q-R 1 




69 




MP. : 158-159 V 


70 


-<CH 2 ) 5 CH 3 


M.P. : 91-91.5 V 


71 






72 


OCH3 


MP. : 122.5-123 "C 


73 




MP, ; 155-156 t 


74 


-(CH 2 ) 3 SCH 3 


MJ\ : 116.5-119 TC 



[0 14 6] Kit^j7 5 

3- C3 - (3, 4-y7oo\yy^;^Sy) - 
2, 3 -^b Fn- 1 - ( 3 -^f;^f^7°Ob» - 

lH->fy^-3->fW TnUvfV 
Sx^/I^xXtVI/ 2 . 05g^oo^80mlil 
ifcfc. * ? n/HKcASR l. 22g **J«W¥TSn 

[fixf/lz-A.^fy (1:2) ^no»A-^ 
^y-/|y (20:1)] tMU, 3- C3- (3, 

4- y?nn<yyW;l/7i/) - 2, 3-ybKn- 
1- ( 3-^^;PX;l^y ^-;P7°nb°;l^) 
-lH-fyK —71/- 3->fW To b°^T y Kxf-Aa: 
Xf^ ( X/lyy * — Rf/h) at/ 3 - C 3 - 

(3, 4-y?nn\yy^;l/7Sy) - 2, 3-^'b 
Pn-l- (3-^f;U^*^7°nt:^) -2-# 
^V- 1 H--f >-K— 71^-3 -A)V^ Tnh^yfxf 
/kxxf/P (x/l^x ;Wfc s Rfyv) x^7^ 
»lxf;i,->f y^o^x— r;l^6IUB 
HrLT. 1. 0 7g**fe7'JXAftfc LT#&* 111 
jS : 1 5 4- 1 5 9°C. I R (Nujol ) (cur* ) : 3 2 2 
0, 1 7 20, 1 6 5 5, 1 6 1 0. FAB-MS (ra/ 
z): 527&525(MH + K 



[0147] wmni 6 

-f— T^K LT»fc3- C3- ( 3, 4-y7nn<y 
VM^7S7) - 2, 3-ytFn-l- (3-yf/l^ 
x;^^7°o bVH -2-^y-lH->fyp — /!✓ 
-3->fA0 7°nbtylxf;pxxf;t/ (x/l^x/t^ 
Rf*)t B^x^;p-^^^y^A>WS H H H L 
5 9 2 m g &*HS#MftAf: LTf#£ . KbS : 1 0 6 
-108°C. I R (Nujol) (cm-i) :33 6 0, 1 73 
0, 1660, 1615. FAB -MS (m/z) : 5 4 
3&54 1 (MH + ) e 
[0 148] IBtffl7 7 

3 - CI - (t-7l^y*Mx;Mf^) - 3- 
(3, 4-y7on\yy^^7iy) -2, 3->?b 
Fo-2-^y-l 7°n 
t^ylxf/l/XXf/1/7 0 0mg*{^fyy2 0 
miaKKt. MJ7/^oWJ5ml tin*. S»C3 

-^^>-*^W*Sh h h LT. 2- C3 - (3, 
nn\yyM;I/7iy) - 2, 3-ybKo-3- (2 
-xb^y^/^x/^xf^) -2-^y-lH-^f 
yKWI/- 1 ->f/lO WM6 5 lmgJSfe7 O| JXA 0 s H 
b LTftS* BbS : 2 1 9-2 2 0°C. I R (Nujol) 
(cr 1 ) :3280, 1735, 1720, 1705, 



(3 5) 



WBHP9-4 0 5 5 7 



1670, 1610. FAB-MS (m/z) : 481& 
4 7 9 ( MH + ) „ 
[0 14 9] »iiflJ7S 

(1) 3- (2, 3-yth'n-6-^h^fy-3- 

( 2-^-7 ?vy%}Vifs—)V) rs/-2-^y-i 

-7x^- lH-<yH-;i/-3-f;l/] Tab^y 
IXf/I^XXfA' 2 . 3 7 g OiSffcy fl/y20mll 
It:, ?££PT. Hj!|fbi??*tt2. 5ml^TL, 1 

fl-ttSfrf*. ttft?l£MJ±f£llLT. 3 - C2, 3-y' 
tFn-6-tFoJfy-3- (2-^-7^l^>-^;^ 
7S7-2-^V-l-7xX;l/-lH->fy 
F— 3 - -f ;k ] To b°;fr ylxf;ix^f;^f# 

So 

(2) * n n n 2. 15g£7)y^f;l*/lis7Sl*2 0m 

6 3. 3%/]<*'f[:-^hU T 7A3 3 0mgSrjD 

7 CHffcXf^-^lJ-y (1:2)] -C"«^L 
"C 3- C6-Xh^^-2, 3-ytFD-3- (2 

— )V) 7i/-2-^y-i-7 

i^-lH-f >Y—)V-3 — f;l0 TDhtVH 
f^xxf/l 928mg|, KtfitfRA t t . M 
£ : 1 9 5- 1 9 6°C. IR(Nujol) (cur 1 ): 34 2 
0, 1 7 50, 1 730, 1 640, 1 620, 1 54 
O.MS (m/z) : 52 2 (M* ) . 15 5 (base) . 
[0 15 0] WmM7 9 

3- C 3- ( 2- t -y'h*c )V- 1 , 2, 

3, 4-T-h^t N*n-3->fy^yyx;l/) j})Vtf— 
1VTS.J-2, 3-ybKn-2-t d fy-l- / <i / f 
a— 1 H->f y-F— /P—3->f/iO rub°:tyKx^/p 

XXr/l/6 . 7 9 g«9lfgXf-/)^§$g7 5 m 1 tf^V 7R, 

■f/KclBIW*. ^JS^^^iiLT. 3 - C2, 3-^' 
hHn-2-^y-l-^yf/l'-3- (1, 2, 
3, 4-^rF^b Hn-3-^f V^y 'Jx/10 %)Vt$— 
;t/7S7-i H-y y F— JV-3-A )V~} 7"a¥*>M 
x^/t/XX7yMSigi£6 . 05g&, $£H&£)ftUUBB9 
#=i:LT#S» IR(Nujol) (cm" 1 ) : 3 1 8 0 , 17 
25, 1690, 1610, FAB -MS (m/z) : 4 
7 8 (MH + ) , 13 2 (base) . 

[0151] mmm8 o 

*?M0 . 6 6 gS.Vte7KPM 1 . 3 5 g £»£U 5 0 

o ct'i 5 ^am. lewaflsjtf-u^i 5 m 

L ^ltb'J7A0. 68giy'3- [2, 3-^b 

Hn-2-^y-i-^,yf;i/-3- (l, 2, 3, 

4- fb7tKn-3-fyJf/ ) J — ;P ) # )l-#-)VT 
S/-1 yY—JV-3-4 )V} rat^ylxf 



^xxr^ilfg l . 7 0 g trtf&qcx^-W 15mll 
Stein*. SfiT#E*f»tt-$. K£»£*ftUKifelcX 

4. ttffirffiSrgfc^, IB*. 6Slf£, ?S«iLT. 3 - C3 

- (2-JivPS/P— 1 , 2, 3, 4-fN5tFo-3 
— -( y^f y L»— /t-) ^/l*'x;|/7S/-2, 3-^'b F 

o-2-^-dfy- i -^y f->v- i H->f y y—jv-3 

»fe<Z>*^JBffittfc tT#4 0 IR(Nujol) (cm" 1 ): 
3280, 1 720, 1 6 5 5, 1 6 1 0, FAB-M 
S (m/z) : 5 0 6 (MH + ) , 16 0 (base) „ 

[0152] smns 1 

3- C2, 3-ytKn-3- ( (E) -3 - ( 3 -X 
f^fy7i-;W -2-7"n^y^;t/7S/) -2-* 

- 1 -^yf 1 H->f y k-^- 3 —f 7° 

nht/lxf/l/XXfiH • 6 4 gCOmt*i-l'>3 
0ml JKKfc, *^T. £M*7i2ml ^Tt" 

s-rs . sse* ^ y/pyj 5 a y 07 f 7 * - 
c^yy-mm^/i* (i:i)) xmrnvx. 3- 

C2, 3-yhFn-3- C ( E ) -3 - (3-hKn 
df^^j;-^) -2-7o^/^f;|/7i/) 
y- 1 -^yf-/l— 1 H-4 >¥—>V-3-4 )V] 7°n 
t^/ixf ;l/XXr/H . 5 3 g £#fr£c9*S5©i2|g|ft: 
i:LTf#&. IR(Nujol) (cm-i ) : 3 2 8 0 , 1 70 

5. 1660, 1610, FAB-MS (m/z): 46 
5 (MH + ) . 302. 256, 228, 147 (bas 
e) . 

[0 15 3] WmS2 

3-12, 3-y'tKP-3- C (E) - 3- (2-y 
h^fy7x-/W -2-7°n^,y-f;PTSy ) -2-* 
-7x-/H 1 H — 4> Y—)V— 3— A AO 7° 
nb^yKx^Axx^;itel8ii#l8 1 fcHUteMlL 

T. 3 - [2, 3-ytKn-3- C (E) -3 - (2 

-hKn^y7x-;l/) -2-7n^/^f;i/7S/) - 

2- ^y- 1 -7x-;k 1 H->f >V— )V-3-A 
;10 7°nb°^-yKxf-;l-o:X7-^^*Sfeia*i: LT# 

6. IR(Nujol) (cm- 1 ):3 2 80, 1 740, 1 7 
10, 1610. FAB-MS (m/z) : 470 

(M + ) , 91. 

[0 154] m> j m\&3 

3- C3- (3, 4-y7nnW^^7S/) -1 

- ( 2-^-^riy^— /kptf-A*-) -2, 3-yhFn-2 
-^y- 1H — f y F— )V-3-4)V~] 7"nh^/l 
Xf^XXf/H. 6 3 5g(?)X^y-/I/2 4mlIi 
t, 15%th'J 7i.yf/17/l7 4 VTkm'M 12ml 

*jn^. 5o°cc3u#^*^-r4. BUEmtmoA* 1 



(36) 



WBHP9-4 0 5 5 7 



0:1)] THWflL BH8x^-^-9-y*»6B*SA 

J) -2, 3-^'tFn-l - (3->f^-2- 
b Kn^TnbVW) -2-3j-*V- 1 f J'K— A- 
-3-^«7nh^yil. 5 2 g^*HS#HJCAk L 

Tf#£o : 168. 5-169. 5°C. I R (Nujo 
1) (cnr 1 ):3400, 3300, 1710, 165 
0, 1615. FAB-MS (m/z) : 499&497 
(MH + ) „ 

[0 1 5 5] S@^J8 4 

3- C2, 3-yt Ha- 3- [ (E) -3- (2-^ 
Y^i^y x.—JV) -2-7o^y-f;l7Sy) -2-* 

^y - l -7i-;i- 1 w-a >y—}V-3-A)V~} t 

n b?T yfgX^-/l<XXT7l' 7 1 9 m g . 1 0%A'5y7 
A-k*1 0 Omg. X^/-^2 0m 1 , fl7h H 
075>6ml COil^^ . 1 mj±07K*^7"-X|?Bim 

t. »«3«i^-B. kj£»^u zmpbwm* 

SSLT, 3- [2, 3-xbHn-3- C3- (2- 
-i-7i-^-iH-^fyH-^-3--f;i] 7of 

t7lxf;lx7f/17 OOmgJ, #E5£^ia#:fc LT 
[0 15 6] «E&«8 5 

2, 3 - y t KD - 2 ^ V - 1 -^7f 1 H - 
>f >Y— 7nt^ytyf;t/xxf/l 
3 . 89g, 2 N*IWti- h U ^A/K^t 16ml. A 
9 J—)V 10 0ml COm^m £.40 jfmtUmMim.-t 

-t*. E&EiJiCCffitl,. 1 0%iK*TpH4t Lfc 

>-#^BMtfIrLT. 3- C3 - (3, 4-y;nn^ 
7^/1/75 7) - 2, 3-ybKn-2-^7- 1- 
1 H-4>\z—)V-3-4}V~] 7Dtt7l 
3 . 3 4 g £ . LTf#£ . fit* : 2 0 2-2 

0 4°C. IR(Nujol) (cm-i ) : 3 2 6 0 , 1 73 0, 
1675, 1660. FAB-MS (m/z) : 463 (M 
H + ) . 17 3 (base) . 
[0 15 7] Mjt^j8 6 

3- C3 - (3, 4-iS7X3X3<yVJ J\/T$:S ) - 
2, 3-j7bKa-2-^V-l- ( 3-7x-;17 
ob'/M - l yv—)V-3-4 >V} y°u\z*ym 

Xf^XXf;H. 20g, X?y-/l/2 0ml, f 1 
7bHD7775ml <7>MMfc. 4 N*iWfc-f h U -7 A 
1.5ml SIA'tR 5 m 1 * Jp X. . MiST 7 B§OMf¥"T' 

EUEft£«JE«*&U *T«Rtts 1 0%l£fg-C« 
tttL, BffctfyWWfW-* . tttfJ^SSM. 



T. 3-C3-(3, 4-y?nn\yyW/17Sy) 
-2, 3-£7b Fn- 2-^-^f y- 1 - (3-7x-/l/ 

7nb;i) -iH-4 7K-;i-3-f;D 7ob^y 

11 • 0 9 g Sr . 3Sfe#Mfcfiri: LTt#£ .M: 242 
-2 4 3°C. IR(Nujol) (cm" 1 ): 328 5, 1 7 1 
5, 1 690, 1 67 5, 1 6 1 5, FAB-MS (m/ 
z) : 513&511 (MH + ) 0 

[0158] mmms7 

3- C3- (2-*/I^S^-l, 2, 3, 4-f 15b 
Fn-3-^fy^yy-;l) *Mx;k7S7-2, 3 

-yb Fn-2-«y-i l u-jyy 

—)V-3-A)V~y 7nb^7Sxf;PXXf;H . 7 0 
g^7^3 0m 1 JSfflEfc, l N*iMt^M;^ 
3. 7 9ml *JH*.. ^flT"4B#P B 1i«#^l., MJ£« 
il«ift. U ^x^-;i-x-x;txT» 

ft. 1 0%iSKT«t L7cft. IHRx^Hfiffi-r-B. 
IHfccf^afcsefcJJai*^ b 'J -7AzJ<«-e»ffi 

u aasst^^-^ttuwanii (ffi^ = hp- 2 
0. nisfcjaatK) s—fr 
(i:i) wsxmu-th. m&mzmmmLx. 3 

- C3- ( 2-tf/VS/V-l , 2, 3, 4-rl7bF 
n-S-'fy^y'Jx/t/) ^Mx;[.7Sy-2, 3- 
:7b Fn-2-^y-l -^y^/V- 1 H--f 
;l-3-^f/P] 7nb^yl71'J7Al. 24g^ 
iHS»*fcl/tft4. IR(Nujol) (cra-i) :3680 
-2400 (br), 1710, 1660, 1610. 
FAB-MS (m/z) : 5 2 2 (MNa + ) . 5 0 0 (MH 
+ , base) o 

[0 15 9] 1BI#IJ8 8-1 6 2 

ttfommk^mz . mmm 85-87 wrtup t mm 
icxm lx . m 2 6 n 3 6 &&&p>tt&b£fti . 
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(CH 2 ) 2 SCH 3 
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CO 

IN 

Q-R 1 




-Q-R 1 




102 


/v<| 
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-(CH 2 ) 3 SCH 3 
II 
O 
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MP. : 125 t 


126 


a 
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M.P. : 193-195 *C 


136 
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M.P, : 145-150 t 


137 


cH! °Cc 
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CO 


M.P. : 293-295 *C 


138 






M.P. : 171-173 TC 


139 


CH3 °<X 
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M.P. : 214-216 t 
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M.P. : 238-240 *C 
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MP. : 170-172 1C 
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rr 
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MP. ; 223-225 V 
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-(CH 2 ) 4 CH 3 






M.P. : — 125 TC 
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147 


CH 3 0-k5^A. 


k^JJ-OCH 3 
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M.P. : 159-162 °C 
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VF P -1 ftT 1 HA T s 
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(CH 2 ) 2 C0 2 H 
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M p • 264-2fifi °T f'JHR} 


151 


(CH 2 ) 2 C0 2 H 






152 


(CH 2 ) 2 C0 2 H 




M.P. : 250-253 t 
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(CH 2 ) 2 C0 2 H 




MP. : 241-242 *C 
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CH 2 CD 2 H 
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M.P. : 212-213 t 


155 


(CH 2 ) 3 C0 2 H 


Xji 
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M.P. : 175-177,5 t 
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f 36S 



s 
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^\ > 


:o 2 h 

NHCO-Y-R 2 




A j 


F 


ptA 


-Y-R 2 




156 


nr 


C 


to 




M.P. : 243-244 TC 


157 


c 2 h 5 -I^jC 


xc 


i 


M,P. : 190-192 *C 


158 


fx 




H 




159 




xc 


D 


M.P. : 252-253 "C 


160 




-"5 
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M.P, : 214-216 C 


161 


i^T 




XX 




M.P, : 166-168 C 


162 


fx 




M.P, : 159-160.5 TC 



[0171] $WJ 1 6 3 

N- [3- (2-y77Xf;l) -2, 3-ytKo- 

l -^y^-iv- l H->f v v—iv- 3 ->f 

;10 -3, 4-y7nn<yX7iF2. OOg, MJ 
yf-ZPf-V-Ti^H (Bu 3 SnN 3 ) 3. OgSV>/l/Xy 
1.5ml <?5S#*t. 1 1 0°CT3\$ffltn»m$~t 
<%mk, 6. AXi&m.-^-? J~>V5 Om 1 

»aE£H«x?7l^6?S*SftLT, N- {2, 3- 
j^'b -^.i^^-3- C 2 — ( 1 

H— f l7V-;i-5-^;i/) x^/io -1H-- f 
-;P-3->f/W -3, 4-y7nn<yX73Fl. 
7 2 g ^tefeif^Hjt LT#5 o «1* : 14 2-147 
°C, IR(Nujol) (cm 1 ): 334 0, 1 70 5, 1 6 



5 5, 1 6 7 5, 1 
8 9&4 8 7 (MH + 

[0172] warn 

N- [3- (2-zs 
y.x.—)V) -2, 3 

lofr/l'tf^S HO 
tMLT, N- { 
2, 3-ytKn- 
C2- ( 1 H-fb 
H->fyh'- ;l/-3 
5 HO. 2 5 2 

k&oti 6 5 

3- C2, 3-^'b 

- l H->f yK— ^ 

Xf^3 7 5mg s 

(dbu) 3 sat* 



6 15. FAB-MS (m/z) : 4 

) . 



164 

77XfiK 
-i/b Hn- 
— ;1— 3--f 
. 647g* 
1 - (4-7 
6 H^v- 

-4)1) -3 
giffS. ML 



- 1 - (4-7/M-n 
6-X H^-2-;t 
)V~] - 3-4 V* J V 
. wmm 1 6 3 £ |HJ# 

W07i-/1) - 

-2-^7-3- 
-A)V) xf/l/] - 1 

->f y^yy^M 

fil 54-160 4 C 



Ha- 3- (1 W-4VY—)V-2 

rs/-2-^y- i -^v^ 
3-^/L-) 7n tr* y|gx^-;px 
7^ 'Jn— H 'J/P5 30mg, 1 , 

C 5, 4, o] 

V* j-)V*)VJ*T S H 4 m 1 <T)W<k 



(48) 



WBHP9-4 0 5 5 7 



. 8 0 °CT 2 2 B#P H TOf . RJES^***-?* 

. f#^iX*:S«E, 2 N*it<ffc^ H U 
1.4ml ?y-;H0ml . M&T 

2 o isisHjifM- s . Ki&mfr t>*?j~>vz m\±w£ t 

iM V 7n t^x-T7k&»4>EiSft LT , 3 - [ 3 - 
CI - ( 2->"7*yxf-yV) -IU-4 >b—)V-2- 
4)VA}V#— J\>T$.S1 -2, 3-y'tFD-2-« 
V - 1 -^y^/L-- 1 H — f >H-;1— 3 --f ;10 To 

t^yffi 1 5 0 m g 2rf#S . HuS 12 5^ 

[0173] mtm 1 6 e 

(S) -3-TS/-1- (4-7M07i-Jk) - 
2, 3-yhKn-5-^h^y-3-7if;l/-2-^ 
^y-lH-^fyF-;l/t5, 6-yhb'n-4H-t" 
ac?C3, 2, 1 - i j ] yy-2 -%j\s#-yWib 

ween- ( i ) xii*jaw7- ( i ) fcR*tc» 

JILT, (s) -N-Ci - (4-7;^n7i-;H 
-2, 3-^tKa-5-^Ki'-3-^f;l'-2- 
^V-lH-f >K-;|/-3-f^) - 5, 
Fn-4H-tnnC3, 2, 1-i j)^7'Jy-2 
-tf/t^tf 5 H 2 23-2 24'C, 
C«] 25 D : + 5 8. 33 (c = 0. 240. yuo* 
/WO „ 

[0174] mmm 1 6 7 - 1 7 1 

»«B»Wfc£*£BeW 1 6 6 1 LT , TlS^-ft 

[0 1 7 5] SBfftl 6 7 : (S)-N-Cl-(2- 
7;WD7x-/H - 2, 3-yfcFa-3-^f;l/- 
2-**V-\H-4>Y—)V-3-4)V')-5, 6- 
ybb'n-4H-enn(3, 2, 1-i j]^7'jy 
-2-^;^= J f- | fS Ho fil* : 1 9 4-1 9 5°C. 

C«] 25 D :+127. 8° (c = 0. 374, ?nn 

sivwo . 

[o i 7 6] mmmi 6 8 : (s)-n-ci-(4- 

7^n7x-;H -2, 3 -^'t Ko- 5-y u 
-3-Xj-)V-2-**rV- >b—)V-3-4 
/10 - 1 H-4 > H-/P- 2 -tf/UsjMf-tf-S Ho 11* : 
287-288'C. (a) 25 „ :+90. 9 5' (c = 
0. 3 7 6. ^nuTtvHA) „ 

[0 1 7 7] SBlflll 6 9 : ( S ) -N- C 1 - ( 4- 
7/Wn7i-/l) - 2, 3-i>'b Hn-5-yf H^i> 
2-ttV- 1H--0-H— )V-3-4 
)V}-4, 5-y'hFoh'on(3, 2, l-hilM 
y H-/H- 2 -#/MfcSf 5 Ho «1* : 2 7 7 -27 8 
°C, C cO 25 D : +42. 30° (c = 0. 312, ^ 

[o i 78] mmmi 70 : ( + >-n-c3-(2- 



y7/if;H -1- (4-7^n7i-;l) -2, 
3-£yfc Po-6-> H^i^-2 -:*3fV- 1 H-^y 

Ho [«] 25 D : +80. 53' (c = 0. 226, ? 
PO*;PA ) „ 

[017 9] SiSWl 71 : (-) -N- [3- (2- 
y7/if/H -l- (4-7;^n7x-;H -2, 
3-iy'b Ha-6-y< b*i/~ 2 -**V- IH-4 > 
b—)l—3-4>V~] - 3 -4 V* S V 5 
Ho CcO 25 D :-80. 70' (c = 0. 2 2 8, y 
DO^/kA ) , 

[0180] MMM 172 

( + ) — N — [3 — (2-y7/xf;v) - 1 - (4- 
7;Wn7x-/l)-2, 3-yhb'P-6-j!Ky 

-2-yr^y-i H->f yb-)V-3-4)Vy -3-4 
y^y y^^ts hi . 8 8goyyy-;P2 0 
mine, *^t, sfflwrx*ft*r*-*iTiit. 3 

iftKT, 3 04HWiA/$-*. 4 0/x 1 £JD 

i.7Hmm„ rjg»i£«bu m^tummzm 

i££ y , J*^5A^nvh/57 y — C^ify- 

siixf^ (i:i)] timslt, ( + ) -3 - { 1 

-(4-7WD7x-;l) - 2, 3-y'hFn-3- 

C ( 3--f y^y u— /to A>vi$~ ;t-rsy 3 -6-y 

H^j>-2-^y- 1 H-4>Y—)V-3-4 )V) T 
oh"+yl^f;i/XXf ;n . 8 4 g £ , itfe<z>*i@B 
H*fcl/T»4. («) 26 D :+53. 4T (c = 
0 . 4 6 8, ^nn*;l/A) „ 
[0181] 1«J 1 7 3 

(-) — N — C3 - ( 2-y77xf;H - 1 - (4- 
7/^n7x-/l)-2, 3-yhHa-6-^Ky 
-2-^y- 1 H->f >b—)\>-3-4)V~) -3-4 

yxmutt-v- s h * k&m 1 7 2 1 i^atjass 

LT, (-) -3- { 1 - (4-7;^n7x- fV) - 
2, 3-yhKn-3- C (3-4V*SV— )V) 
tf~)bT 5 7 ] -6-y H^fi>- 2-^y- 1 H--f 
>-H— JV-3-AM Tat°^yKy^xx-f;kSr# 
S„ Ca] 25 D : -53. 81° (c = 0.446,y 

[0182] m&m 1 7 4 

( + ) - 3- { 1 - (4-7;^07x-;k) -2,3 
-ybb'n-3 - C ( 3-4 V^/U~JU) HHVOt—fr 
757) -6-^bJfy-2-^V-lH-^yH- 
)b-3-4)V) y°u t° jj- yl^ finxfil' 1 . 8 0 g 
cDxyy— yP2 0 m 1 f§M(C 1 N/KH-fty- H U ^i* 

4 . 21ml ^sd^, sa-rsRaawi^* . siem^ 

i«ffiL. HaES^M^^ffiBHWlie (ffip a n ^ : HP- 2 

0 . =mtmm > t# ltbjjs lt . < + ) - 3 - 

(l-(4-7/Wn7x^) -2, 3-ytFn- 
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3- C O-^y^f/'J-^) #;k#x;t/T3 7] -6 
-7 h^f>—2-5r^y- 1 W-4VY—)V-3-4 
;W y°w$-yWi1~h '7*77, l . 6 4gJ, itfei^i: 
LTff&o C«3 25 d :+72. 94° (c = 0. 41 
4. 7 7 7— ;W . 
[0 183] H&Hl 7 5 

(-) -3 - { 1 - (4-7Wo7i";H -2,3 
-yhKa-3 - C (3 — fydfyy— jJmi^x/p 
-6-7 h*i'-2-yt*V- 1 H-^fyK- 
71 — 3 — f /t- } 7"nt"^yl^f/i/xxf;l/5, MMM 

1 7 4 tmm^mmtx , (-) -3- < 1- u-7 

/Wn7i^/H - 2, 3-i/'bFa-3- C (3->f 
y^yij-^) *M'-;i/7$y) -6-^Ki/-2 
-^y-lH--fyK-^-3-f;H rnt°^-y^ 
tf'J^Aifti. C«] 25 d :-72.41° (c = 
0. 4 0 6, 777— )V) o 
[0184] fgjgftl 1 7 6 

(1) 3 -757-1 - ( 2 -7W07 x— ;k) - 
2, lH-W^H— )V- 

2-^iS7 0. 0 0g«y^f;i/x;m>-^ 
«2 1 0ml fc, T^Un— 90ralit/ 
KSc77 U "7 A 6 2 . 7 0s i JPX. „ T;l-3>^'X#SIM 

sr. m-^rjS: #itx^T-»anr-& . astx?-/^** 

Mil, %»L, 6?ffi*«MBLT7 0. 7 0gc03- [3 
-7S7-1- (2-7/W07x-;l/) -2, 3 ~i7 

b Ko-6-7 1 H->fyK- ;l- 

-3-AjVI Tvny-yyjv*m&<nmWl>®h LTtt 

4. 

[0185] (2) 3- [3-7S/-1- (2-7/t/ 
tD7i-/H - 2, 3-i/'tKn-6-^Hy-2 
y- 1 H->f /h'- )V-3 — f;k] ToyN°y- h 
D ;W?)ffi£)£!fe 7 0. 70s ^§lxf;t/ 250ml(; 
JfflWU 5 1. 2ig»( + ) -yXyy 

•f /kiSBKH**!** 15 0ml co»Kxf-;Hc4§«?L 

;P-C»LT. ( S) -3- [3-7S7-1- ( 2- 
7Wn7i-/W-2, 3-ytlO-6-71^fy 

- 2-**V- 1 H — f >-K— )V-3-4)V~\ y'UJ^y 

- hi; ;K + ) - y'^yyM ;w@EH!a (41. 13 

s ) ^frfelSH LTf#& . * n a n £ Jn»T. l 8 0 m 

xfK'MJfil-y 3 yL, 34. 0 2 g<7)±fE& 
^ISfelSll.i: LT#-g> (JR^ : 2 2%) . [a] 25 D + 
50. 0° ( c = 0 . 420, 7 7 y—}U) . S6j£ 1 5 
5-15 7°C. 

[0186] (3 ) 34. 0 2 giO ( S ) -3- [ 3- 
757-1- (2-7;WP7i-;l) -2, 3-j7b 
Ho- 6-7 h^f - 1 H-W VH— ;1— 



3-4)V~\ 7"aj^y—YV)V ( + ) -^yy'-Ol-iffB 
BStSSr , ^l§77 U ^A*JKBatXB»xf-^(?5»^ffiK 

fo^7j<-c-)ii^m*, m*«D»+ h u •7-A-csstft-f 
*st». ^imms.T^mmLx. 15. 44g« 

*HK*teftt»«. . ±15^^^**577^-;^;^ r 
SHOOmltML, 10. 1 9 g<93--f V=¥7 
yyTj^VIS-t-MI^Alg, 6. 4 1g«l-tFo 
* y^yy h U TV~MSXf 10. 9 2 g O N 

- N ' - y>X^;l-T 5 7 7°u \^)Vf])V^JA 3 KtHSffi 

EK, *, ft*WIW*t- h '7 7A;K1I, 

ft, ^^ISIlTC. 2 3. 8 5gt0 (S) -N- [3 

- (2-y77xf;H -1- (2-7l^n7x- 
;10 -2, 3-ytl'n-6-7Ky-2-^y- 
lH-^F— fU-3-A/Ul -3 — rV= 3 f7U^;P 

[oi87] mmm in 

23. 85g«(S) -N- [3 - (2-y77Xf 
)V) -1- (2-7/Wn7x-;l) - 2, 3-S7hH 
n-6-7 1H — OY— )V~3 

- A ;17] - 3 - >f y * 7 U y#;l^^-F 5 Kffl±J&tj 

£ , 8 0ml 0*|7jc7 7 7— ;K}§li? L , 7ktfTR:SB£ 
#.X*IBRtt-4 4 Til 1 ■ 7 1ml COtK^^Jp 

RJKStl^flB, JnSfeMSEU SSEETfc 

ii*f & . mamiBm#*r b y ^mmx^m 

A^07h/77-f- (IKxf/l : ^^f>- ( 1 : 
1, SM) tTflWSL. 22. 30gO(S)-3- 
[1- (2-7Mn7i~;H - 2, 3-£7bHn- 
3- (3--<y^yyx;i0 ^;l-#-;^rS7-6-7 
b^ix-2-^y- 1 H-4>Y—)V-3-4)V~\ T 

h {W: 91% mmm 1 7 6 ( 2 > n^a&mp 

h) ) . D I -MS (m/z ) 5 1 3 (MH+) , 4 2 
6, 1 56, 1 28 (base) 0 C«] 25 D +66. 2 1 

(c = 0. 402, 7nu*;l-7-,) . 

[0188] MmM 1 7 8 

6 2. 5 3 g«(S)-3-[l-(2-7WD7x 
—)V) -2, 3-yhl'o-3 - ( 3 -A y^f 7 y " 
;P) 77;^— /17S7-6-7 b*ri>—2-ttV- 1 
H-^fyH-/l-3->f;U ro^yi^fyixxf 
;P^. 5 7 6 m l coy 7 7-;W:i)BL, *^Tt: 5 
6. 7 8m l<03N-NaOH7j<}§5SSrgsjDL. S^atC 

TiwifH-s . ^j»i5?ffi^«j±T. mmL, i?Mi 5 
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1 5 s £7)vSffiKSr tat . MMM-i- F U ^ 

5pWB»*-?>±«, *«Et«ETt=«BlLT, (S) 
-3- CI- (2-7Wo7i-^) -2, 

Fn-3- (3->fy^yy-;v) #/i;tfx/iTsy- 
6-y h=3fv—2-^y- m-^ y F-/i- 3— -f 

9.8° (c = 0. 426, ?onWA ) ] „ ^MtlZ 
7 . 3 6 g ^K-f F U </ iSUf 2 0 0 m 1 ma 

Ls jWKfc-r*. «£et. anuses u » 

iSfc 5 0 0ml <7)T-fe h-by /l£ iSdJD t , flDS&fjff 

■$N&*S&Sr6]RU 60. 07gC0(S)-3-[l- 
(2-7/Wn7i-;W -2, 3-ytKP-3- 

(3->fy^/>J-;l/) #/l#-/lT5y-6-y F^ 
>—2-^y- 1 H-^yh'-;i/-3-^f;l/] 7"nt" 

3j-yH^MJ^A*i||feH*fcLT»* (JR*: 9 5 
%) . Sl*2 0 6-2 1 rC 0 FAB-MS (m/z ) 
5 2 2 (MH+) , 1 7 7, 23 (base) „ [a) 25 D + 
89. 7° (c = 0. 406, „ 
[0189] g&&0| 1 7 9 

11. 47g»(S) -3- (1- (2-7/^n7x 
-AO - 2, 3-ytHn-3- (3-^y^yj- 

H->fyK- rnetvic, i. 74 

gOKlS^U^A, 5mlC0*&t/2 0mlO7-feb- 
U aSEfcll 0 0ml<7)T-feb-by/U-£m&nU AP» 

SSE£ 100ml <DT*l Y-Y y/lfc&P*LT?S#>U 
fcfflft, *ftfrt-4*Sft**JXU 10. 9lg«(s) 
-3- CI- (2-7Wn7i-;l) -2, 3-^'b 
Fn-3 - ( 3-^fy^y V— )V) ^;l*'-;l7S7- 
6-y lH-4> V—)V- 3~4 

*2 7 5-2 7 7°C (#B?) „ FAB-MS (m/z ) 
5 7 6 ( MK + ) , 5 3 8 (MH + ) , 1 9 2 , 3 9 (bas 
e) „ [a] 25 D + 91. 8' (c=0. 438, 

y— >v) „ 

[0190] SitM 180 

( 1 ) 3-7S7-1- (4-7WD7i-/H - 
2, 3 - yt Kn - 5 h^fy- 1 H-^f y 
2-^yi&m&6 OgJy7fylXWyF20 Om 

7VU—YVJV2 Om 1 £3$flPU 771:f y#H^+, 

afi'diwti . 2 b^jl r ^ y m i * 
sr. wmtz. mta-tim&i^JULx. 3- [3- 



75/-1- (4-7/^n7i-;l) -2, 3-^'b 
Fn- 5 -y F^v— 2 -^V- 1 H-j >Y—)V- 
3--C/1] 7n^"y^ F y/14 6 . 8gSrt#-§>„ filial 
3 6-1 3 8°C. E I -MS (m/z) 32 5 
(M + ) . 

[0191] (2) 3 - [3-7S7-1- (4-7/1 
^-n7x-;H - 2, 3-ytFn-5-^F^fy-2 
-^Y- lH-fyF- )V-3-4)V~\ Tvt^y—Y 
y ;14 3 . 7 g i; (-) - ^yy>f /1-ffElf 4 OgJ 
Slxf;i3 0 0m 1 (;1»L, *K>*»tcStfFL3r# 
4>, «IfittSt4„ WJfiLfci6ft£*JRU #i« 
x wests**-* <r fc £ «t o . g«fttf> 3 - [ 3 - r 

57-1- (4-7/^n7i-;H -2, 3-ytH 
n- s-y F^r^-2 -^y- 1 H-4yF-;l-3 
- a >v~\ y° xj^y— h y 71 ( - ) - SXyy >f 
JS2 6 . 4 g 2rf#£ „ RJUS 157-158. 5°C 

CeO 20 D + 64. 91° (c = 0. 228, y^y- 
;l) » E I -MS (m/z ) : 3 2 5 (M + ) „ I R 

(Nujol) (cm-1) : 1380, 1460, 1690, 

1740, 2250. 

[0192] (3) 3 - [3-7S7-1- (4-7/1 
tn7x-/l) -2, 3-^t F'n-5-y F^y--2 
-Jt^y- IH-jy F'— )V-3-4)V~\ Tnr^y-y 

y ;K - ) - y\yy^ ;WSE&Jfi 125. l g kb® 
xf-^at^awmawcapw- f u ^ a**^ £ astro t , w- 

v ^-raBKt jsETfcis**-* . aa* ^ ^-;i*;i^ r 

5 F' 8 0 0 m 1 izMML. ZCOmmzj V*SVy-3 

-ijjv^ymr f y ^^14 o g s^jd t . s(;*^ 

T, 1 - 1 Fn^fy^yy F V TV'—)V 2 7.4 gSV 
N-xf/l-N' -i/'if;F7S /rnt/^M^y 

5 vimm 3 9 g zmtu l , jwf-t« . ; wjsaESHs-* 

[0193] KJEMSr. ttl/llXf/K'ftJL, It 

sgx ^;im i imt * . i <mm^>vm * mmi&&* 

£ . W^^fcjBffi+WjffiKSJKETte* L . ( + > - 
N- [3 - (2-y77If/l) -1- (4-7;M"U 
7x^/1) -2, 3-ybFn-5-yiJfy-2-^ 

^fy-iH->f yF- ;i-3->f;i] -3-4v*sy 

32. 52° (c = 0. 412, y^/-/l) . 
[0194] Mit^iJ 1 8 1 

( + ) -N- [3 - (2-y77Xf/l) -1- (4- 
7/1^07x^/1) - 2, 3-ytl'D-5-^F^y 

-2-3f^y-lH->f yF-/F-3-^;U -3— f 
y^y y y^/i^-^s Fi60 gSry-?-;iT;irj-;i 

7 7 0ml t?§ft?L. *^T. filMr^*»2ieiaiRS 

at*. iJcv^r, ?K6 . 6mi &a5ipt, siifcim i n#r B i 
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ffi L . i*It*S+ b U ? A^JSMKtfffl^WWBR 

b^77^- (gMgx^-/b: n -^tfy=l : 2 — 
1 : 1 ) "CfMHU ( + ) -3- [ 1- (4-7/M-n 
7x-/l^) - 2, 3-ytKn-3 - 

*^^-;wr5y-5-^b^^-2-^^y- 
\Y\-A>Y—)V-3-A)V^ rnt^-^s^^Sr^ 

©WMtfcl/tfc*. (e0 25 D + 7. 25' (c = 
0. 2 4 8, yyy— /b) . 

[0195] mmm i s 2 

( + ) -3- [1- (4-7Mn7x-^) -2, 3 

-ytbo-3- o->f y^yy— /to #/b*-/br 
sy- 5-y 1 H->f y^— )V- 

3-4 )V] 7Dttyl^f;i/9 l gi^f;l/7;Pn- 

/k80 0ml fcrjgfff t . i COmmz 1 N*SHt+ h U ? 

3 0 0 m 1 * asaw l , ijat-itf -r & . 5 ntfgj 

yy y 7a bVbx-rvb «t 0 tSAfb U hW?hc\hiz 
i >9 , 9 0. 5 9 g otSASft* . UfcWH l 0 g 
£,1.6 N*DMfc* 'J ? ^#»»»=jffl|f L , H P - 2 

■f-Ao&^iSftffcS-g-, ( + ) -3- [ 1 - (4-7/M- 
07i-;W -2, 3-ybKn-3- (3-^y^y 
U x/U ) i))V#—)VT$.S- 5-y h^y- 2-*3fV 
- 1 fyF-;i/- 3-y ;H 7dK ^yifc^y^A 

8. 29g (0. 3 — 0. 6#WHJ) !b£2 8 

0-2 8 6°C. Ca] 25 D +13. 07' (c = 0. 
260, yyy— ;H . FAB-MS (m/z) : 57 
6 (MK + ) , 538 (MH+) „ IR (Nujol) (cm-1) : 
1520, 1570, 1670, 1730. 
[0196] m&M 183 

( + ) -3- [1- (4-7/Wn7x-;W -2, 3 
-yhl'n-3- (3->fy=afyi>— /b) ijjVi^—JVT 

sy - 5-y i^-2->r^y - iH-fyF-^- 
3— f;U 7nh^yS^f/i5. 6 2g^^f;i7;t^ 

3-/l/5 0ml (zjgftf L , i COifSSfc: 1 N/KK-ft-h h 'J 
2m 1 fcjRflnU SilT— WW*. R 

tm&i&kxim t , fts^M-? y * y ^ a -crests* . 

MEET. ?««SE*e*^. SHE* 
1 N/Rffi-fcy h 'J ^ A7]<?f ?t 12ml &tX* 300ml 

fc»]KU HP-20CIL. attssaa-f-s. ( + ) - 

3-[l-(4-7W07x^/l/)-2, 3-yt?: 



n-3- ( 3->f y^y ^M-;17S7-5 

-y h^i^-2-^y-i n-4y¥~ jv-3-a 
M rnet/l+vy^As. 32g (i. 5?Kfn 

i) ^liftLTiS. [«] 2( D +12.2 

6° (c = o. 3 26, yyy-;P) . ir (Nujoi) 

(cm" 1 ) : 1 5 1 0 , 1580, 1600, 1670, 
1720. FAB -MS (m/z) : 54 4 (M+Na) , 5 
5 6 (M+2Na) . 5 2 2 (M + ) „ 

[0197] ##f?lj 1 

(l)^fy/l/^n7^fK6 5ml (0. 7 4 
^^ynayy>-6 SilfcSfflitfcJIfSSt, 4-y 
is- 4' -7WOy7x-;I/7Sy3 2. 3g (0. 
1 4 9*;b) ^yynnyyy l 2 OmHc^L^ifc 
fc^Tfc^LSrt^STF' U *tf>£ £ 1 HSU 3 0 # 

nnyyy i 2 0mi£ Jnx-T, **TFfc»ft:77i'$— ? 

A23. 9 g ( 0 . 17 9W) fcjKSllLfcflL Mi&T 
RffifcTSL R*Ki^£l 0%«C 

— r^-C86»Lfc«s S©«LT. #felS H B B ^LT. 1- 
(4-7WD7x-;k) -2, 3-ytb'n-5-^ 
h^iy- 1 H->f yK— ;P-2, 3-y^y38. 7g 
^t#*o M^2 4 6~2 4 7°C. 
[0 198] (2)*f n 13. 55g (0. 05^ 
7b) , t Kodf yys Vi^fgl 0. 43 g (0. 15 
W) mMi~hV*7J±7 . 95g (0. 07 5* 
)V) . xyy— ;b5 0 0mU mJfal 0 OmlCOM^I^ 

*f5fc. sasL, sfe^attr. i- (4-7MD7 

x— A-) - 2, 3-y'tKn-5-^Ky-lH->f 
>K-;b-2, 3-y^y-3-^yA14. 3g£ 
f#-g>o HL^t2 1 7 — 2 1 9Ty 
[0 19 9] (3)*tfitl4. 3g(0. 0 5^/bK 
£•8118. 2ml s 10%^5y'7A-g*3. OgM 
xyy-;b5 0 OmlcOMSWli. ^?fls **#H^TT 

* LT^SSEts T-b h yS.tf y'Xf^I-- f/bOM 

■smm&uuz-, M&j&£ktLx, 3-7S/-1- (4 

-7^n7x-/l) -2, 3-yhKn-5-^ h^f 
5y-lH->f yH-;k-2-^y ( = 3-757-1- 

(4-7/^n7i-;H -5-y h^y- 1 n-4> 

V~)V-2 (3H) -^-y] JHBfil 2. 4g*ftS. 
Bl*l 7 0 — 1 7 5Ty IR (Nujol) (cm 1 ) : 1740, M 
S (DI, m/z) : 272 (M + ) . 
[0200] ##f?ij2 — 7 

[0 20 1 ] ##f?ll2 : 3-7S/- 1 - ( 2-7/b^ 
o7x-/H - 2, 3 -y'h He?- 1 H-y y H— 
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2-*yW8M. MjSI 8 2 — 1 8 3°C. 
#tM3 : 3-7'Sy-l-7x-;l/-2, 

n- 1 H-4yv—)V-2-^ymmu, M&9 o°c„ 

[02 02] ###J4 : 3-7S7-1 - ( 2-7/M- 
07x-;W-2, 3-j7'b Fn-6-.X h*^- 1 H 
-A> Y—lV- 2 -^MMg&o flt* 160 — 161 °C 

[0 2 0 3] ###15 : 3-7S7-2, 3-yhHo 
-6-^h=fy-l-7x-/l'-lH-'fyh'-^-2 
-*>ig&m. fflS^tl 7 2~ 1 7 5°C . 

[0 2 04] ###J6 : 3-757-1 - (4-7^Jt 
D7x^) - 2, 3-yhHo-6-^N^y-lH 
-4 V h— ;k-2-^-yJSK^. Iil8 0°C (# 

») . 

[0 2 0 5] ###J7 : 3-7S7-1- (3-^00 
7i-;t/) - 2, 3-ytFn-6-^Ky-lH- 
yK-^- 2 -:*>*»!*. ffluSl 6 8-1 7 3 (# 

W) . 

[02 06] ###18 

(1) 2, 3-ytl'n-lH-^yK-;|/-2, 3- 
y'tyi. OOg, £ ^f^A7 5 Ftdffi? 

jBMEt s asaT, y^mt-r h U a 2 7 0 m g * flnx. 

it^y^-lV 2. 10g«y^ i-fV^UM. 7 5 H 5 m 1 j§ 

(1:5)3 T'«»LT, fW3ftftfcl/£\ 2, 
tKn-l-^yf;t/-lH->fyF-;t/-2, 3-i>' 
*yi. 3 1 g £f#S . ML* : 50-51*0 

( 2 ) #« D n 1 . 23gJ, ###J 1 - ( 2 ) &tf ( 3 ) 
kRIifcMSLT, 3-757-2, 3-ytHn-l 

-^yf)V-in-4yv—)V-2-^ytMMUi. 3 

1 gSr*6fe^HB (X77-;l-yXf;l/X-fM^S 
ISh b b) fc LX%h .MM.: 1 4 2 - 1 4 4°C 
##M9 

2, 3-ytKn-lH->fyK-^-2, 3-^y 
14. 7g£, ##M1~ (2) &tf (3) fcR*fc«l 
II LT . 3-757-2, 3 - ^'b Fo - 1 H — -f y H 
-^-2-^-MSIg^l 6. 9gJ, (x^7-/l 
-5^Xf-/kX-T-;ki&>6IIISft) . Hb5 : 1 9 9°C„ 
[02 07] ###J 1 0 

(1) m-7-yy>70. 5 g^*M:7-?-^>1§M 5 
0 0ml t> 1) X-?-/l-7 5 > 1 2 0 m 1 &Zf 

|j®5 6. 7m 1 Sr. ?JC}£T\ SSTPtS. STRfcTflL 
RJCii££. SSL, TJ§ft*>E>*^«. 

JSfifC. N- (3-7 h^^7x-/l) 7tl7S H 
8 0. 9gSr, 8Sarfe*Mftft k LX%$> . : 81- 



8 2°C 

( 2 ) TRfg^-T- h '7 <7 A 6 0 %jM )VmWS. 10.65 
g£^ i£;*^^;Wvl-A7S MOOmlt, 7;ln" 
y»HMT®?S-ri. . f&HMKt^ «4 0, OOgtO 
y^f;^M7S Kl 00ml iJeWCn-^y 
5 F 3 8 . 23gJ *i£T£iST L , 0 °Cj&> £> 

ttrnzim. mmk. zmimmv 

t, N- (3-7f^fy7x-;H -N-^yf-;kT-t 
1751*67. 7 6 g £ ^Hfe^fiji; LT#S . 
[0 2 08] (3)M67. 7 6 gcOX^y-;l-2 0 
0 m 1 iB?Sfc, 10 0ml £ J[J;c , 2 4 BfflBL JU 

tti-f* . h V 7At'7;l^ Uttk LfcflL W 

I8t&k L,fc«, 7t h y— -f yrnew-f^feB 
feULT. N-^7f;Hm-7-yy7lll4 7. 
0 5 g *Sfe#Hfcf!ri: LT»4 . fflUS : 110-11 

2°C. 

[0 2 0 9] (4)M47. OOgSr, ###Jl- 
( 1 ) - ( 3) fc^tJHU, 3-757-2, 3 
-ytl'o-6-7 1^fy-l -^yf-/l- lH-^fy 
Y—)V-2-?$ y^mU 3 3. 3 9 g £ , Hfe#t^fi 
( 7b 1 y^feSSfs ) k LX%i> . US : 17 8-1 
8 0°C. 

[0210] ###J 11 — 13 

^JEfiPlb^^, ###! 10k RflltcMS LT . jar 

[0 2 1 1 ] ###|1 1 : 3-757-2, 3-ytF 
n- 5-7 h^y- 1 -^,yf-;p- l H--f 7l-;i- 

2 -^-yiMMiio H»S : 1 6 3- 1 6 5"C„ 
[0 2 1 2] ###J1 2 : 3-757-2, 3-y'hF 
n-7-7 h^y- l — ^y^;l- l H-^f7K-;i- 

2 -^-yigMSo IbS : 184. 5-187 °C„ 
[0 2 1 3] ###|1 3 : 3-757-2, 3-y'tl 
n-6-x^/P- 1 -^y=t)V- 1 H-^7K-;l-2 
—%ytMMM. MA : 1 5 7 - 1 5 9°C 
###J1 4 

( 1 ) N- (3-Xfil7x-;l) 7b 175 111 
g s Sm9 g s mWA 'J^A 1 9 . 8 g^m-7'n* 
7-7-/1-2 6. 7g^g^^2 0 0°C. 3 BrSJSti 

(i:3)] xnmth. &a>tit:WRtz* ymittv 

W16. 6g,7j<8. 7ral,X^7-;H7 0ml 
KflHfe, ?§MSr@*tT. N— (3-x^-;tx7o: 
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-N- (3-^Hy7x-;W 7SV15. 0 
8g^, ii«*ilt#l»„ IR(Nujol) (cm" 1 ) : 
3400, 1 600, 1490, 14 6 0, MS (m/ 
z) : 2 2 7 (M + base) „ 
[0214] ( 2 ) 1 - ( 1 ) - ( 3 ) b 

;y) -2, 3-ybf^n-6-^h^v--lH-W>-H 
-/y- 2 -^-MSiSM^. ifrRtti: LT#S. 
[0 2 15] 574V 1 6 

[0 2 16] ##$|1 5 : 3-7S7-2, 
n-6-y r-3^-1- (3-^h^7i-/H -1 
H->f >K— IR(Nujol) (era 
- 1 ) : 1 730, 1 630, 1 600, 1470, 1 3 
8 0, MS (m/z) : 2 84 (M + ) . 2 5 5 (base) „ 
[0 2 17] ##^ljl 6 : 3-7S7-6-Xf/l-l 
- (4-7Md7i~;t/) - 2, 3-y'hHn-lH 
--f V H— /k- 2 -^-yJSMiMo : 2 13-215 
°C„ 

##M1 7 

(1) **-fb*^*^MJ^A8g0^^nnx^>-3 

0 0 m 1 , tR^T, ffifg4 5mltl WtIStW 

tstf^s. mm^mz, m-r-^n. 4 8g 

SVix^n^^f-^-y y l 6m l «y^nnx775 0m 

7x3-7 1/77 < - mm^fi—^^-y ( 1 : 

5) JT-ftlSLT, S^n^f^/y- (3-^h^y7 
xX/i)7Sy2 9. 37g^. ifcRSHli: l/t»* . I 
R (Neat) (cra-i) : 3400, 2920, 285 
0, 1 6 1 5, 1 5 1 0, 1 500, 1 4 50, MS 
(m/z) : 2 0 5 (M + ) , 1 6 2„ 
[0218] ( 2 ) 3jcflS##M 1 - ( 1 ) - ( 3 ) b 
mMtzmnLX, 3-7S7-l-y^nMy;l- 
2, 3-S^'t r-*n-6-;>< r-=5fv— lH->f yH-/l- 
2-*>'JBffiJg£#&. BUS : 1 8 5°C. 
[0219] ##^J 1 8 

nmw>¥Mt-&mt:^m*\ 1 7 1 ^ai^Ma lt , 3 - r 

S7-l-y^n^yf;l-2, 3-y'h^n-6-7 
h^-lH-f VK— A'-2-*>iaK(S*»4. Ml 
j£: 1 8 3-1 8 5°C. 
[02 20] ##^J 1 9 : 

(1)2, (3-^< b^f>-7i- 

/!-) Ttx^TS K CR. M. Soil et al, Journal of 0 
rganic Chemistry, 53, 2844 (1988) £fl!Vv&jfcLfc] 
5. 7 5 gcO-fh^t l'n75yi 0 Om 1 ffieilZ^ T 
/l-rfyffBMT, ?MpX\ 1. 6Mn-7*f;l/'Jf7A 
»^-try^?S4 3m 1 fcfflrpt*. *tfTF, loft^ 



2BSlBW^L3t«, ^'x^^^-tfV- M 8m 1 £ 
JQ;L, SSBT2i^BHItt^5. RJGMKC*£Jn;L» » 
Bgx^/l-ttaiLf*, tti£!?g£ijfc^, SSSLT, JgSESr® 
*-TS . Sit* S' U # ¥)ViHJl±9 nvN/57^- 

Cv*-?-y-ffi«x-f-/l, (5:1)] tilt, BH8x 
f/l-A.Jfty^iiSSii,Lt, 2- (2, 
^7PAV^;17S7) -6-^< h^rv-O-lfy-a- 
^ V ilxf^xx -f ;W 2 . 8 6s*, fifteen f: 
U#§. itS : 9 9-1 0 0T3„ 

[022 1 ] ( 2 ) * n a n 2 . 8 5 g, igl30ml , 
X? y-/P 3 0 m 1 ,2.5 B#raaO»3i»fL-7- 

^nn*;l/itfigl, y-f yrntvi/X-f/i/, ^ 

•vyvxmu mta-r^^^MLx, 2, 3-^t 

Kn-4-^h^fy-lH-^y H-;l- 2 , 3-*J* 
>1. 4 9 g£, ®fe*6ftt LT#-i>„ fflbS : 198- 
2 0 0°C. 

[0222] ( 3 ) * n a n £##(?ij8- ( i ) bmmizm 

StT, 2, 3-ytKn-4-^hJfy-l-'<yf 
;i-lH->fyi<-;k-2, 3 RJuS : 
80-82'C 

( 4 ) *,r.£###ij i - ( 2 ) Rip o) b mmizmm 

LT, 3-7S7-2, 3-y'bHo-4-^Hy- 

1 -^yfyy- 1 H--fyF-;H2-*yfll©# 
h« : 1 3 0-1 3 6Ty 

[0 2 2 3] ##^J2 0 

(1) 3-7S7-1- {A-y)V7fuy x.—)V) - 
2, 3-y t - 5 l^fy - 1 H-^f y 

2 —%>W&U4 . 0 0 g ( 0 . 0 1 3^/y) £4§7|<£y' 
?nnx^y8 0mi4>£!SSU T;Pa">#SimTT'7 
? )VMM7\$ty2. . 6 9 g ( 0 . 0 1 8 2^/1, 1. 43 
i) &—mztu£t:m. NUx^T5>'2ml (0.0 

1 4 3^;y) £ 1 0$HBto»ttTiST-r4 . iK^T'S^fC 

m<n7?)Vm&Wfa* h U xf-^T S y 2ml/i.Vy ^ y 
-;t- 2 ml ZMtfzm 2 0 . 

^^iS^^^-y-y-^x^-^^^^-s. i t 

D, 3-(l, 2-ytl'n-l, 3-^^V-iV^ 
yi-;i-2--f;l) -l - (4-7;l*o7x-;l) 
-2, 3-yhl'n-5-^l^fy-lH->fy^-;t/ 
-2-;t>-4. 5 0 gSr, ilfeM^k LTt#&. BJUS : 

2 0 8. 5 — 2 1 0. 0°C, IR (Nujol ) (cm 1 ) : 173 
0, 1715, 1495, 1400, 1225, 1210, 750,715, MS (DI, 
m/e) : 402 (M + , base) , 227, 184, 76 . 

[0 2 24] (2)*tfo4. 50g(0. 01 12t 
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StTt\ KK^U^A4. 6 4g(0. 03 3 6W) 
3lt/3^HX^-/H . 3 9ml (0. 0 2 24t/l/) I in 

•J ^AtWI. . *«£e*LT#fc»aE£IH!x*- 
^-^IfVj^&SlfeflL'C, 3-(l. 2-ytKn 
-1, >V—)V-2-4 >V) - 1- 

(4-7/Wa7x-^)-2, 3-y'tFo-5-^ 
h^r^-3-^-f;P- 1 H->fyp-^-2-^3. 
2 2 g fcg&SrfeJSHif: LT#S . fti^^wSIS^Cj: 

0 . §6C0. 70 gOSIB^ft^#-i> . fflbS : 2 0 
7~2 0 8°C. IR(Nujol) (curl) . 1725> 1515, 149 

0, 1220, 1040, 835, 715, 655, 560, 520, 475, MS (D 

1, m/z) : 416 (M + , base) , 401 ( M* -Me ) , 373, 343, 
241, 226, 198 . 

[0 2 2 5] (3)*ft3. 2 0g(0. 00768t 
)V) If h7h F077V3 OmlisX^y— )V3 0ml<7) 
*I-£^«to§Jg L fcJBfcfc „ fi*bK5^>44 7jul 

( 0 . 00922^1-) SffiiTStT-r* o — fcJKff* 
MWSflL f b7tl*D77y20il, i;7-;l/2 0 
ml&tfi&fch K5y>4 4 7/xl £ *rtye*l3SBn U 8 

B*ia[iiij»aEitrt-4 . Rje»^«i*sii4trif«iLfc«, 

fcriK*«EETaHi LTftfcJBlE* 5" U * ^7t^ 
D7 1 ^7 7 ^ - [ 7 oo*/lA : SlXf ;|/ ( 1 : 

1 ) J lz£ OftSLT. 3-7S7-1- (4-7/M- 
n7i-;W -2, 3-y'tKn-5-^l^fy-3- 
X^f-fr- 1 H--0-F— ;i— 2-^y2 . lOg^.i 
fetttfc&i: l7C#§. Rb& : 1 6 3-1 6 4°<2\ IR (Nu 
jol) (cm-i) : 1710, 1610, 1490, 1225, 1200, 1000, 

835,715, 655, 560, 520, 475, FAB-MS (m/z) : 287 
(MH + ) , 286 (M + ) , 270 (M + -NH 2 base) , 258 (M + -C 
0) . 

[02 26] ##$J2 1 

3-7S7-1- (4-7yWn7i-;D -2, 3- 
i7t h*ci/- 1 H-^yK-;l-2-tV 

i£ggi£ 5 . OOgOyX ^l-^/W^iy F 3 0 m 1 ®}S 
1C, T)Vd<ym%T. U D- F U/H . 2 in 1 

S:y'J^/t/^7A?n7b^77-f- [7nn^/kA 
-Pl£x^;F (1:1)] TflfiRLT. 3- [ 3 —75 
y-l- (4-7Mn7x-/l) - 2, 3-y'bHD 
-6- F^v— 2-^7-1 H->fyH-^-3- 
4/10 Tn^y- F >J/F3. 4 8gSr. KSflffiiftRfti: 

[0227] ###|2 2 



3-7S/-1- (4-7Wn7xx;l.) -2, 3- 
i7't Fn-5-7- F^f y-3 -7f-/F- F— 
;k-2-3ry<we¥iMW 
( 1 ) d 1 #;t03-7 5 7- 1 - (4-7;Wn7i- 
71-) -2, 3-yhKn-5-^h^y-3-/f;l/- 
lH-^y F— ;i~ 2 -^7 9 . 2 6 gll/yXyyM 

*-L-i58 (HTDBTtfS) 11. 72g» 

igx^8 omi i: t i> iztvmmm-t^ . isixf^ts 

*L7c<7>£>. SflSiHftx-f-^Oililni., yW V7°n 
h7Fx-f7F2 Oml£flniBTte^ir$"&. ^*flf£. WtfJ 
•$-£ISft&* , JKU i?>f V7nt;l/X-fil-ilxf 
;K 1 : lv/v ) -£»U flaKtTHSfiBsKWffl^ 
£ (S) faCO (-) -DBTJ&7. 7 1 glf#S„ IS 
j5 : 1 64. 5— 1 6 7°C {jfM) . [a] d 25 : ~7 
8. 12° ( c = 0 . 896. 7 7 7-/1-) , 3£f*fi 
S: 99. 7%ee (WS^WHPLCKJ; D 

siis-rs) o 

[0 2 28]®itiSK: (S) - 3-757-1- (4 
-7/l/tn7i-;H - 2, 3-yb Fn- 5-7 F^r 
y-3-7f/P-lH-f7F-;l'-2-ty MM ■ 
16 0-16rC„ [ce] D 25 : -72. 38° (c = 
1 . 0 14, ^nn*U) . 

[0229] ( 2 ) rJBESraHfiU S^IBStX^FT" 
ttffi L , F U 7A*iliT«I L . 

X'&m?i<mmx*m& l , *i*asi^ f u ^ a -eta* t , 
*»**EETfcs*-r.& . Hat v>f iv- d -a 

5»6. 4 5g|JP^. #^X^-;F2 0mli;tt^JPiKi 

^X-f/l'-SflXf ;k ( 1 : lv/v ) 3 0mlT'^ 
U ft«trftrtSl&5ft<Offi3'^« (R) flctf) < + ) -d 
BTJ&8. 3 1 g . MM. : 1 6 3. 0-16 4'C 

[a] D 25 : +76. 29' (c=0. 928, 777 
-/F) , 3fe¥Mft: 9 9. 9%e e <«iJM-$3imStt 

[0230] jffiStiSS: (R) -3-TS7-3-7f- 
;F-1- (4-7WD7i-lH -5-7F^iy- 

2, 3-^'b Fn- 1 H--f y F-;F-2-^-y B4 

jS: 16 0-16FC. [a] D 25 : +74 . 0 5' 
( c = 1 . 4 2 6, 7nnWA) . 
[0 2 3 1 ] ( 3 ) mttm&e>&%ii±3i<t-&fo<?> 3 - 
( P -F;Fx.yx;F^-;p) T 5 7^Pflc«DXi|ftflUiS? 

[023 2] 3£?*BgcO}llS£ 
HPLCift 

: Optipac XC 3.9X30 Omm (WatersftM) 
^§ttiV§S : Mty-^fVTWV-^ ( 5 0/5 0 v 
/v) 

8iL3fi : 0 . 5ml/min 
*tfafc&:UV 2 5 4nm 
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[0233] &&vm 

(R) fls: 9. 2 7# 
(S)*:15. 8 0^\ 
[0 2 34] ##^J2 3 

d 1 ft£7)3-rS7- 1 - ( 2-7Wn7x-;H - 

2, 3 -yt Kn-3 -^f 1 f y 

- * >- * , ##^J 2 2 fc im«£«USLT , jaTtfXfr&ft 

[0 2 3 5] (R)ft(-) -DBTS:llI167. 
5—169. 5°C. [«] D 2 » :-60. 14° (c = 
0. 5 6 2, *9 J— )V) . 9 9. 3%ee 0 

[0 2 3 6] MUS: (R) -3-TSy-l- (2 
-7/^n7x-;K -2, 3-yhKn-3-^f/l/ 
-lH-4>V—)V-2-*> [a] D 2 ° :+63. 
33° (c = 0. 960, ^no*M) 0 

[0 2 3 7] (S ) * ( + ) -DBTta : 1LS1 6 5. 
5— 167°C. [«] D 20 : + 5 9. 5 1 ° (c = 0. 
578, J—)V) s 99. 2%ee 0 

[02 38] jffiSi^S: (S) -3-757-3-^f 
;l/-l-(2-7Mn7i-^)-2, 3-y'hFn 
-\H-4>Y—)V-2-*> [«] D 20 : -6 3. 
46" (c = 0. 936, ?DD*U) . 

[0 2 3 9] ##^J2 4 

d lfls<7)3- C 3 -7$y- 1 - (4-7W07i- 
A-) -2, 3-yhKo-6-^F^y-2-^V- 

[0 24 0] (-) -DBTJg: li^l 7 5— 1 7 7 



°C. [a] D 25 : -6 7. 94° (c = 0. 836, ^ 
yy — ;k) . 9 9. 9%e e 0 

[024 1 ] ( + ) -DBTig : ffij&l 6 9~1 7 0 
°C, [a] D 25 : +6 2. 14' (c = 0. 856, y 
yy-;tx) .99. 9%ee. 

[0242] 

[ frazil ] ^mm^mmt-cfo &2-**vt> 
v u yf^i* ( i ) Rt^-osBiwtcfFSEL a 

dS&frc**. <s)-3-[i-(2-y 
/Wn7i-/H -2, 3-ytHn-3- (3— fV 

Jfy-iH->f /u-3-^/vi yw^ym-th 

U^AXJi ( + ) -3- [1- (4-7/^n7x- 
-2, 3-ybKn-3- ( 3-J V* S V —fr) 

^;it-;i/7sy-5 -y h= 3 fv--2-^^y- 1 h- 

■4>Y—)V-3-4)V~\ ya^ymi-hV^^i^-y 
Mcig/kggPS^Ui^ — «ffittfc:3£fl:££t 

[0243] zcDtz&b, ^micommsa&nnt. msp 

»WttIfi§E#», IMS, A>mJ- 



(5D int. ci . e wms# JtrtMt^ 

A 6 1 K 31/445 

31/47 AC J 

31/495 

31/535 
// C 0 7 D 209/40 

401/06 2 0 9 

401/12 2 0 9 

401/14 2 0 9 

403/12 2 0 9 

405/12 2 0 9 

409/12 2 0 9 

471/06 

487/06 9271 -4 C 



F I 

A 6 1 K 31/445 
31/47 
31/495 
31/535 
C 0 7 D 209/40 
401/06 
401/12 
401/14 
403/12 
405/12 
409/12 
471/06 
487/06 



AC J 



2 0 9 

2 0 9 

2 0 9 

2 0 9 

2 0 9 

2 0 9 



